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COPY OF THE CLAIMS 



1. 



(ORIGINAL) A compound of formula I, 

R 2 

l-L 




H 



i 



or a pharmaceutically acceptable salt thereof, 
wherein 

X =NH 

Y = CO, CS, -C(=N-CN) or 

X and Y together form an alkene, or C3-C5 cycloalkyl; 
R, is -COOH; 

R2 is an electron withdrawing group; and 

R4 is an optionally substituted HET, provided that the HET is not simultaneously 
substituted with a sulfonamide and a urea or thiourea. 

2. (ORIGINAL) The compound of claim 1 having a formula II 



X = NH 

Y = CO, CS, -C(=N-CN) or 

X and Y together form an alkene, or C3-C5 cycloalkyl; 
Ri is -COOH; 

R2 is an electron withdrawing group; 




II 



or a pharmaceutically acceptable salt thereof, 



wherein 
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R 5 is -(CH2)k-S(0)i-R 75 -NH-SO2-R7, -(CH 2 ) k -W-R 85 -NH-(CZi)-Rg, -NH-(CZ,)- 
NRg, substituted aryl, substituted Ci^alkyl, or substituted Ci^alkenyl; 

R^ is selected from H, halo, HET, -CN, NH2, N02, alkyl, substituted alkyl, alkoxy, 
substituted alkoxy, -NH-CO-HET, and -NH-CO-aryl; 

R7 is selected from alkyl, substituted alkyl, aryl, substituted aryl, -N(Qis)2, HET, and 
substituted HET; 

Rs is H, alkyl, substituted alkyl, aryl, substituted aryl, HET, substituted HET, 
cycloalkyl, substituted cycloalkyl; 

Each Q15 is independently H, alkyl, cycloalkyl, heterocycloalkyl, heteroaryl, 
phenyl, or naphthyl, each optionally substituted with 1-4 substituents independently 
selected from -F, -CI, -Br, -I, -OQi 6 , -SQ 16 , -S(0) 2 Qi 6 , -S(0)Q !6 , -OS(0) 2 Q 16 , - 
C(=NQ 16 )Qi6 5 -S(0) 2 -N=S(0)(Q 16 )2 5 -S(0) 2 -N=S(Q, 6 ) 25 -SC(0)Q, 6 , -NQ, 6 Qi 6 , -C(0)Qi 6 , 
-C(S)Q, 65 -C(0)OQi6, -OC(0)Q 16 , -C(0)NQ 16 Q 16 , -C(S)NQ 16 Q I6 , 
-C(0)C(Q 16 ) 2 OC(0)Q 16 , -CN, -NQ 16 C(0)Q 16 , -NQ 16 C(S)Q, 65 -NQ 16 C(0)NQ 16 Q 16 , 
-NQ 16 C(S)NQ 16 Qi6 5 -S(0) 2 NQ 16 Q, 65 -NQ 16 S(0) 2 Qi6, -NQ 16 S(0)Qi 65 -NQ 16 SQi 6? -N0 25 
and -SNQ16Q16. The alkyl, cycloalkyl, and cycloalkenyl being furher optionally 
substituted with =0 or =S; 

Each Qi6 is independently selected from -H, alkyl, and cycloalkyl. The alkyl and 
cycloalkyl optionally including 1-3 halos; 

W is O, S, -(CZ 2 )-, or -(CHZ 3 )-; 

Zi is O; 

Z 2 is =0, =S , =N-OH, -N-O-alkyl, or =N-0-substituted alkyl; 
Z 3 is -OH, -N=NH, -N=N-alkyl, -NH-alkyl, or -NH-substituted alkyl; 
i is 0, 1, or 2; and 
k is 0, 1, or 2. 

3. (ORIGINAL) The compound of claim 1 having a formula III 
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or a pharmaceutically acceptable salt thereof, 
wherein 

X =NH 

Y = CO, CS, -C(=N-CN) or 

X and Y together form an alkene, or C3-C5 cycloalkyl; 
R, is -COOH; 

R 2 is an electron withdrawing group; 

R 5 is H;CH 2 )k-S(0)i-R7 5 -NH-S0 2 -R 7 , -(CH 2 ) k -W-R 8 , -NH-(CZi)-Rg, -NH-(CZi)- 
NRg, substituted aryl, substituted Ci^alkyl, or substituted Ci^alkenyl; 

R* is selected from H, halo, HET, -CN, NH 2 , N0 2 , alkyl, substituted alkyl, alkoxy, 
substituted alkoxy, -NH-CO-HET, and -NH-CO-aryl; 

R 7 is selected from alkyl, substituted alkyl, aryl, substituted aryl, -N(Qi 5 ) 2 , HET, and 
substituted HET; 

R 8 is H, alkyl, substituted alkyl, aryl, substituted aryl, HET, substituted HET, 
cycloalkyl, substituted cycloalkyl; 

Each Q15 is independently H, alkyl, cycloalkyl, heterocycloalkyl, heteroaryl, 
phenyl, or naphthyl, each optionally substituted with 1-4 substituents independently 
selected from -F, -CI, -Br, -I, -OQi 6 , -SQi 6 , -S(0) 2 Qi 6 , -S(0)Qi 6 , -OS(0) 2 Qi 65 
-C(=NQi 6 )Qi6, -S(0) 2 -N=S(0)(Q 16 ) 2 , -S(0) 2 -N=S(Q 16 ) 2 , -SC(0)Q 16j -NQ 16 Q 16 , | 
-C(0)Qi 6 , -C(S)Qi6, -C(0)OQ 16 , -OC(0)Q, 6? -C(0)NQ 16 Qi 6 > -C(S)NQi 6 Qi 6 , 
-C(0)C(Qi 6 ) 2 OC(0)Q 16 , -CN, -NQ 16 C(0)Q 165 -NQ 16 C(S)Q 16 , -NQ 16 C(0)NQ 16 Qi6 5 
-NQi 6 C(S)NQ 16 Q 16j -S(0) 2 NQ 16 Q 16 , -NQ 16 S(0) 2 Q 165 -NQ 16 S(0)Q 16 , -NQ 16 SQ 16 , -N0 2 , 
and -SNQi 6 Qi6. The alkyl, cycloalkyl, and cycloalkenyl being furher optionally 
substituted with =0 or =S; 

Each Qi 6 is independently selected from -H, alkyl, and cycloalkyl. The alkyl and 
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cycloalkyl optionally including 1-3 halos; 
W is O, S, -(CZ 2 )-, or -(CHZ 3 )-; 
Zi is O; 

Z 2 is =0, =S , =N-OH, =N-0-alkyl, or =N-0-substituted alkyl; 
Z 3 is -OH, -N=NH, -N=N-alkyl, -NH-alkyl, or -NH-substituted alkyl; 
i is 0, 1, or 2; and 
k is 0, 1, or 2. 

4. (ORIGINAL) The compound of claim 1 having a formula IV 




\ 

Re 



or a pharmaceutical^ acceptable salt thereof, 
wherein 

X = NH 

Y = CO, CS, -C(=N-CN) or 

X and Y together form an alkene, or C3-C5 cycloalkyl; 
Ri is -COOH; 

R2 is an electron withdrawing group; 

R 5 is -{CH 2 ) k -S(0)i-R 7 , -NH-SO2-R7, -(CH 2 )k-W-R 85 -NH-(CZi)-R 8 , -NH-(CZi)- 
NRg, substituted aryl, substituted Ci^alkyl, or substituted Ci^alkenyl; 

R6 is selected from H, halo, HET, -CN, NH 2 , N0 2j alkyl, substituted alkyl, alkoxy, 
substituted alkoxy, -NH-CO-HET, and -NH-CO-aryl; 

R7 is selected from alkyl, substituted alkyl, aryl, substituted aryl, -N(Qi 5 ) 2 , HET, and 
substituted HET; 

Rg is H, alkyl, substituted alkyl, aryl, substituted aryl, HET, substituted HET, 
cycloalkyl, substituted cycloalkyl; 
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Each Q15 is independently H, alkyl, cycloalkyl, heterocycloalkyl, heteroaryl, 
phenyl, or naphthyl, each optionally substituted with 1-4 substituents independently 
selected from -F, -CI, -Br, -I, -OQi 6 , -SQi 6 > -S(0) 2 Qi 6 , -S(0)Qi 6 , -OS(0) 2 Q 16 , 
-C(=NQ, 6 )Qi6, -S(0) 2 -N=S(0)(Qi 6 ) 2 , -S(0) 2 -N=S(Q 16 ) 2 , -SC(0)Q 16 , -NQ 16 Q 16 , 
-C(0)Q 16? -C(S)Q 16 , -C(0)OQ 16 , -OC(0)Q 16 , -C(0)NQ 16 Q 16 , -C(S)NQ, 6 Q 16 , 
-C(0)C(Q 16 ) 2 OC(0)Q 16 , -CN, -NQ 16 C(0)Qi 6 , -NQ 16 C(S)Q 16 , -NQ 16 C(0)NQ 16 Q 16 , 
-NQ 16 C(S)NQ 16 Q 16 , -S(0) 2 NQ 16 Q 16 , -NQ 16 S(0) 2 Q 16 , -NQ 16 S(0)Q l6 , -NQ 16 SQ 16 , 
-N0 2 , and -SNQi 6 Qi6. The alkyl, cycloalkyl, and cycloalkenyl being furher optionally 
substituted with =0 or =S; 

Each Qi 6 is independently selected from -H, alkyl, and cycloalkyl. The alkyl and 
cycloalkyl optionally including 1-3 halos; 

W is O, S, -(CZ 2 )-, or -(CHZ 3 >; 

Zi is O; 

Z 2 is =0, =S , -N-OH, =N-0-alkyl, or =N-0-substituted alkyl; 
Z 3 is -OH, -N=NH, -N=N-alkyl, -NH-alkyl, or -NH-substituted alkyl; 
i is 0, 1, or 2; and 
k is 0, 1, or 2. 



5. (ORIGINAL) The compound of claim 1 having a formula V 




or a pharmaceutical^ acceptable salt thereof, 
wherein 

X =NH 

Y = CO, CS, -C(=N-CN) or 

X and Y together form an alkene, or C3-C5 cycloalkyl; 
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R] is -COOH; 

R2 is an electron withdrawing group; 

R 5 is -(CH 2 ) k -S(0)i-R 7? -NH-SO2-R7, -(CH 2 ) k -W-R 8 , -NH-(CZi)-R8, -NH-(CZ,)- 
NRs, substituted aryl, substituted Ci^alkyl, or substituted CMalkenyl; 

R6 is selected from H, halo, HET, -CN, NH2, NO2, alkyl, substituted alkyl, alkoxy, 
substituted alkoxy, -NH-CO-HET, and -NH-CO-aryl; 

R7 is selected from alkyl, substituted alkyl, aryl, substituted aryl, -N(Qis) 2 , HET, and 
substituted HET; 

Rg is H, alkyl, substituted alkyl, aryl, substituted aryl, HET, substituted HET, 
cycloalkyl, substituted cycloalkyl; 

Each Q15 is independently H, alkyl, cycloalkyl, heterocycloalkyl, heteroaryl, 
phenyl, or naphthyl, each optionally substituted with 1-4 substituents independently 
selected from -F, -CI, -Br, -I, -OQi 6 , -SQ, 6 , -S(0) 2 Qi 6 , -S(0)Qi 6 , -OS(0) 2 Q 16 , 
-C(=NQ 16 )Q 16 , -S(0) 2 -N=S(0)(Q 16 )2 ? -S(0) 2 -N=S(Q 16 ) 2 , -SC(0)Q 16 , -NQ 16 Qi 6 , 
-C(0)Q 16 , -C(S)Q 16 , -C(0)OQ 16 , -OC(0)Q 16 , -C(0)NQ 16 Qi 6 , -C(S)NQ 16 Q, 6 , 
-C(0)C(Qi6)20C(0)Q 16? -CN, -NQi 6 C(0)Q 16? -NQ 16 C(S)Q 16 , -NQ 16 C(0)NQ 16 Qi 6 , 
-NQ, 6 C(S)NQ 16 Q 16 , -S(0) 2 NQ 16 Q 16 , -NQ 16 S(0) 2 Q 16 , -NQ 16 S(0)Q 16 , -NQ 16 SQ, 6 , 
-N0 2 , and -SNQi 6 Qi6. The alkyl, cycloalkyl, and cycloalkenyl being furher optionally 
substituted with =0 or =S; 

Each Qi6 is independently selected from -H, alkyl, and cycloalkyl. The alkyl and 
cycloalkyl optionally including 1-3 halos; 

W is O, S, -(CZ 2 )-, or -(CHZ3)-; 

Zj is O; 

Z 2 is =0, =S , =N-OH, =N-0-alkyl, or =N-0-substituted alkyl; 
Z 3 is -OH, -N=NH, -N=N-alkyl, -NH-alkyl, or -NH-substituted alkyl; 
i is 0, 1, or 2; and 
k is 0, 1, or 2. 

6. (ORIGINAL) The compound of claim 1 having a formula XX 
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l 2 










c 






Y 








-6 






XX 





or a pharmaceutically acceptable salt thereof, 
wherein 

X =NH 

Y = CO, CS, -C(=N-CN) or 

X and Y together form an alkene, or C3-C5 cycloalkyl; 
Ri is -COOH; 

R2 is an electron withdrawing group; 

R 5 is H 5 halo, N0 2 , CN, -CCH 2 ) k -S(0)j-R 7 , -NH-S0 2 -R 7 , -(CH^-W-Rg -NH-(CZ,)- 
R 8 ,-(CZi)-NH-R 8 , -NH-(CZi)-NR8R 8 , -(CH^-NRsRg, substituted aryl, substituted HET, 
substituted Ci^alkyl, or substituted Ci^alkenyl; 

R$ is selected from H, halo, aryl, substituted aryl, HET, substituted HET, -CN, NH 2 , 
N0 2 , alkyl, substituted alkyl, alkoxy, substituted alkoxy, -<CH 2 ) k -S(0)i-R 7 , -NH-S0 2 -R 7 , - 
(CH 2 ) k -W-R 8 , -NH^CZO-Rs^CCZO-NH-Rs, -NH-(CZ,)-NR8R 8 , or substituted C M alkenyl; 

R 7 is selected from alkyl, substituted alkyl, aryl, substituted aryl, -N(Qi5) 2s HET, and 
substituted HET; 

Each R 8 is independently H, alkyl, substituted alkyl, -OQi6 5 aryl, substituted aryl, 
HET, substituted HET, cycloalkyl, and substituted cycloalkyl, or two R 8 substituents when 
attached to the same atom may be taken together to form a 5-8 membered ring, wherein the 
ring includes the atom to which the two Rs substituents attach; 

Each Q15 is independently H, alkyl, cycloalkyl, heterocycloalkyl, heteroaryl, 
phenyl, or naphthyl, each optionally substituted with 1-4 substituents independently 
selected from -F, -CI, -Br, -I, -OQ 16 , -SQi 6 , -S(0) 2 Qi 6 , -S(0)Qi 6 , -OS(0) 2 Q, 6 > 
-C(=NQ 16 )Q 16 , -S(0) 2 -N=S(0)(Q 16 ) 2 , -S(0) 2 -N=S(Q 16 ) 2 , -SC(0)Q 16 , -NQ 16 Q 16 , 
-C(0)Q 16 , -C(S)Q 16 , -C(0)OQ 16 , -OC(0)Q 16 , -C(0)NQ 16 Q 16 , -C(S)NQ 16 Q,6, 
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-(0)C(Q 16 ) 2 OC(0)Q 16 , -CN, -NQ 16 C(0)Q 16 , -NQ 16 C(S)Q 16 , 
-NQ 16 C(0)NQ 16 Q 16 , -NQ 16 C(S)NQ 16 Q 16 , -S(0) 2 NQ 16 Q 16 , -NQ 16 S(0) 2 Q 16 , 
-NQ 16 S(0)Q l6 , -NQ 16 SQi6 ? -N0 2 , and -SNQ 16 Qi 6 . The alkyl, cycloalkyl, and 
cycloalkenyl being further optionally substituted with =0 or =S; 

Each Qi6 is independently selected from -H, alkyl, cycloalkyl, phenyl, benzyl, -CH 2 - 
substituted phenyl, and Het in which each of alkyl, cycloalkyl, phenyl, and Het optionally 
include 1-3 halos; 

W is O, S, -(CZ 2 )-, or -(CHZ 3 )-, provided that W is not S or O when R 5 or are - 
(CH 2 ) k -W-OR 16 ; 
Zi is =0; 

Z 2 is =0, =S , -N-OH, =N-0-alkyl, or =N-0-substituted alkyl; 
Z 3 is -OH, -N=N-alkyl, -NH-alkyl, or -NH-substituted alkyl; 
i is 0, 1, or 2; and 
k is 0, 1, or 2. 

7. (ORIGINAL) The compound of claim 6, wherein at least one of R5 and R6 is a / 
substituted phenyl or substituted HET. 

8. (ORIGINAL) The compound of claim 7, wherein at least one of R5 and R6 is 
pyridine, pyrimidine, pyridazine, or pyrazine, each of which is optionally substituted with 
the substituents described for substituted HET. 

9. (ORIGINAL) The compound of claim 7, wherein the substituted phenyl has the 



formula 




K11 , wherein each Rio and Rn is selected from -F, -CI, -Br, -I, 
-OQ, 6 , -Qi6, -SQ16, -S(0) 2 Q 16 , -S(0)Q 16 , -OS(0) 2 Q 16 , -SC(0)Q 16 , -NQ 16 Q 16 , -C(0)Q 16 , - 
C(S)Q, 6 , -C(0)OQi 6 , -OC(0)Qi6, -C(0)NQ 16 Qi 6 , -C(S)NQ 16Ql6, "(0)C(Qi6)20C(0)Qi6, 
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-CN, -NQ 16 C(0)Q 16 , -NQ 16 C(S)Q 16 , -NQ 16 C(0)NQ 16 Qi 6 , -NQ 16 C(S)NQ 16 Q 16 , - 
S(0) 2 NQ, 6 Q 16 , -NQ 16 S(0) 2 Q 16 , -NQ 16 S(0)Qi 6 > -NQ 16 SQ 16 , -N0 2 , and -SNQ 16 Qi 6 . 



10. (ORIGINAL) The compound of claim of claim 8, wherein the substituted phenyl has 
the formula 



1 1 . (ORIGINAL) The compound of claim 6, wherein one of R5 or R6 is -NH-(CZj)- 
NR 8 R 8 . 

12. (ORIGINAL) The compound of claim 11, wherein -NRgRs forms a 5-8 membered 
ring. 

13. (ORIGINAL) The compound of claim 12, wherein the ring is morpholino, 
pyrrolidinyl, or piperdinyl. 

14. (ORIGINAL) The compound of claim 11, wherein at least one of the Rg 
substituents is benzyl or 

— CH2-substituted phenyl. 

15. (ORIGINAL) The compound of claim 6, wherein one of R5 or R6 is -(CL^k- 
S(0)i-R 7 or -NH-SO2-R7. 

16. (ORIGINAL) The compound of claim 15, wherein R7 is het, substituted het, alkyl, 
or substituted alkyl. 
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17. (ORIGINAL) The compound of claim 16, wherein het is indolinyl, pyrrolindinyl, 
or indolyl, pyrrolyl. 

18. (ORIGINAL) The compound of claim 16, wherein sustituted het includes a het 
substituent substituted with 1-3 of halo or CN. 

19. (ORIGINAL) The compound of claim 16, wherein substituted alkyl is an alkyl 
substituted with 1-3 of OH, NH 2 , NHQi 6 , -NR 8 R 8 . 

20. (ORIGINAL) The compound of claim 1 having a formula XXX 



or a pharmaceutical^ acceptable salt thereof, 
wherein 

X =NH 

Y = CO, CS, -C(=N-CN) or 

X and Y together form an alkene, or C3-C5 cycloalkyl; 
R, is -COOH; 

R2 is an electron withdrawing group; 

R 5 is H, halo, N0 2 , CN, H:CH 2 ) k -S(0)i-R7, -NH-SO2-R7, -(CH 2 ) k -W-R 8 -NH-(CZi)- 
R 8 ,-(CZi)-NH-R 8 , -NH-tCZO-NRsRg, -(CH^k-NRsRs, substituted aryl, substituted HET, 
substituted Ci^alkyl, or substituted Ci^alkenyl; 

R$ is selected from H, halo, aryl, substituted aryl, HET, substituted HET, -CN, NH 2 , 
N0 2 , alkyl, substituted alkyl, alkoxy, substituted alkoxy, -(CH 2 )k-S(0)i-R 7 , -NH-S0 2 -R 7 , - 
(CH 2 ) k -W-R 8 , -NH-(CZ0-R 8 ,-(CZ,)-NH-R 8 , -NH-(CZ,)-NR 8 R 8 , or substituted C M alkenyl; 




XXX 
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R 7 is selected from alkyl, substituted alkyl, aryl, substituted aryl, -N(Qi 5 ) 2 , HET, and 
substituted HET; 

Each R 8 is independently H, alkyl, substituted alkyl, -OQi6, aryl, substituted aryl, 
HET, substituted HET, cycloalkyl, and substituted cycloalkyl, or two Rs substituents when 
attached to the same atom may be taken together to form a 5-8 membered ring, wherein the 
ring includes the atom to which the two R$ substituents attach; 

Each Q15 is independently H, alkyl, cycloalkyl, heterocycloalkyl, heteroaryl, 
phenyl, or naphthyl, each optionally substituted with 1-4 substituents independently 
selected from -F, -CI, -Br, -I, -OQ, 65 -SQ, 6 , -S(0) 2 Qi 6 , -S(0)Qi 6 , -OS(0) 2 Qi 6 , 
-C(=NQ 16 )Q 16 , -S(0) 2 -N=S(0)(Q 16 ) 2 , -S(0) 2 -N=S(Q 16 ) 2 , -SC(0)Q 16 , -NQ l6 Q 16 , 
-C(0)Q, 6 , -C(S)Q 16 , -C(0)OQ 16 , -OC(0)Q 16 , -C(0)NQ I6 Q I6 , -C(S)NQ 16 Q 16 , 
-(0)C(Q 16 ) 2 OC(0)Q 16 , -CN, -NQ 16 C(0)Q 16 , -NQ 16 C(S)Qi 6 , 
-NQ 16 C(0)NQ 16 Q 16 , -NQ 16 C(S)NQ 16 Qi6, -S(0) 2 NQ, 6 Qi 6 , -NQ 16 S(0) 2 Q 16 , 
-NQi 6 S(0)Qi6, -NQi 6 SQi 6 , -N0 2 , and -SNQi 6 Qi 6 . The alkyl, cycloalkyl, and 
cycloalkenyl being further optionally substituted with =0 or =S; 

Each Qi6 is independently selected from -H, alkyl, cycloalkyl, phenyl, benzyl, -CH 2 - 
substituted phenyl, and Het in which each of alkyl, cycloalkyl, phenyl, and Het optionally 
include 1-3 halos; 

W is O, S, -(CZ 2 )-, or -(CHZ 3 )-, provided that W is not S or O when R 5 or R^ are - 

(CH 2 ) k -W-OR, 6 ; 
Zi is =0; 

Z 2 is =0, =S , =N-OH, =N-0-alkyl, or =N-0-substituted alkyl; 
Z 3 is -OH, -N=N-alkyl, -NH-alkyl, or -NH-substituted alkyl; 
i is 0, 1, or 2; and 
k is 0, 1, or 2. 

21 . (ORIGINAL) The compound of claim 20, wherein at least one of R$ and R6 is a 
substituted phenyl or substituted HET. 

22. (ORIGINAL) The compound of claim 21, wherein at least one of R5 and R* is 
pyridine, pyrimidine, pyridazine, or pyrazine, each of which is optionally substituted with 
the substituents described for substituted HET. 
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23. (ORIGINAL) The compound of claim 21, wherein the substituted phenyl has the 
formula 



-OQ, 6 , -Qi6, -SQi6, -S(0) 2 Qi6, -S(0)Qi 6 , -OS(0) 2 Q, 6 , -SC(0)Q, 6 , -NQ 16 Qi 6 , -C(0)Qi 6 , - 
C(S)Q 16 , -C(0)OQi 65 -OC(0)Q 16 , -C(0)NQ 16 Q 16 , -C(S)NQ 16 Q 16 , -(0)C(Q 16 ) 2 OC(0)Q 16 , 
-CN, -NQi 6 C(0)Q 16 , -NQ 16 C(S)Q, 6 , -NQ, 6 C(0)NQ 16 Q, 65 -NQ 16 C(S)NQ 16 Q 165 - 
S(0) 2 NQ 16 Q 16 , -NQ 16 S(0) 2 Qi 6? -NQ 16 S(0)Q, 6? -NQ 16 SQ, 65 -N0 2 , and -SNQ, 6 Q 16 . 



24. (ORIGINAL) The compound of claim of claim 23, wherein the substituted phenyl 
has the formula 



25. (ORIGINAL) The compound of claim 20, wherein one of R5 or R6 is -NH-(CZi)- 
NR 8 R 8 . 

26. (ORIGINAL) The compound of claim 25, wherein -NR 8 R8 forms a 5-8 membered 
ring. 

27. (ORIGINAL) The compound of claim 26, wherein the ring is morpholino, 
pyrrolidinyl, or piperdinyl. 




11 , wherein each Rio and Rn is selected from -F 5 -CI, -Br, -I, 
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28. (ORIGINAL) The compound of 26, wherein at least one of the Rs substituents is 
benzyl or -CH2-substituted phenyl. 

29. (ORIGINAL) The compound of claim 20, wherein one of R5 or R6 is -(CH2)k- 
S(0)j-R 7 or -NH-SO2-R7. 

30. (ORIGINAL) The compound of claim 29, wherein R 7 is het, substituted het, alkyl, 
or substituted alkyl. 

3 1 . (ORIGINAL) The compound of claim 30, wherein het is indolinyl, pyrrolindinyl, 
or indolyl, pyrrolyl. 

32. (ORIGINAL) The compound of claim 30, wherein sustituted het includes a het 
substituent substituted with 1-3 of halo or CN. 

33. (ORIGINAL) The compound of claim 30, wherein substituted alkyl is an alkyl 
substituted with 1-3 of OH, NH 2 , NHQi 6 , -NRgRg. 

34. (ORIGINAL) The compound of claim 1 having a formula VII 




5 



VII 



or a pharmaceutical^ acceptable salt thereof, 



wherein 



X =NH 



Y = CO, CS, -C(=N-CN) or 

X and Y together form an alkene, or C3-C5 cycloalkyl; 
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R, is -COOH; 

R2 is an electron withdrawing group; 

R 5 is -CCH 2 ) k -S(0)i-R7, -NH-S0 2 -R 7 , -(CH 2 ) k -W-R 8 , -NH-(CZi)-R 8 , -NH-(CZi)- 
NR 8 , substituted aryl, substituted Ci^alkyl, or substituted Ci^alkenyl; 

R6 is selected from H, halo, HET, -CN, NH 2 , N0 2 , alkyl, substituted alkyl, alkoxy, 
substituted alkoxy, -NH-CO-HET, and -NH-CO-aryl; 

R 7 is selected from alkyl, substituted alkyl, aryl, substituted aryl, -N(Qis) 2 , HET, and 
substituted HET; 

Rg is H, alkyl, substituted alkyl, aryl, substituted aryl, HET, substituted HET, 
cycloalkyl, substituted cycloalkyl; 

Each Q15 is independently H, alkyl, cycloalkyl, heterocycloalkyl, heteroaryl, 
phenyl, or naphthyl, each optionally substituted with 1-4 substituents independently 
selected from -F, -CI, -Br, -I, -OQ 16 , -SQi 6 , -S(0) 2 Qi 6 , -S(0)Q 16 , -OS(0) 2 Q I6 , - 
C(=NQ 16 )Q, 6 , -S(0) 2 -N=S(0)(Q 16 ) 2 , -S(0) 2 -N=S(Q 16 ) 2 , -SC(0)Q 16 , -NQ 16 Q 16 , -C(0)Qi 6 , 
-C(S)Q 16 , -C(0)OQ, 65 -OC(0)Q 16 , -C(0)NQ 16 Q 16 , -C(S)NQ 16 Q 16 , 
-C(0)C(Q 16 ) 2 OC(0)Q 16 , -CN, -NQ 16 C(0)Q 16 , -NQ 16 C(S)Q 16 , -NQ 16 C(0)NQ 16 Q 16 , - 
NQ 16 C(S)NQ 16 Q 16 , -S(0) 2 NQ 16 Q 16 , -NQ 16 S(0) 2 Qi 65 -NQ 16 S(0)Q, 6? -NQ 16 SQ 16 , -N0 2 , 
and -SNQi6Qi6- The alkyl, cycloalkyl, and cycloalkenyl being furher optionally 
substituted with =0 or =S; 

Each Qi 6 is independently selected from -H, alkyl, and cycloalkyl. The alkyl and 
cycloalkyl optionally including 1-3 halos; 

W is O, S, -(CZ 2 )-, or -(CHZ 3 )-; 

Zi is O; 

Z 2 is =0, =S , =N-OH, =N-0-alkyl, or =N-Osubstituted alkyl; 
Z 3 is -OH, -N=NH, -N=N-alkyl, -NH-alkyl, or -NH-substituted alkyl; 
i is 0, 1, or 2; and 
k is 0, 1, or 2. 

35. (ORIGINAL) The compound of claim 1 having a formula VIII 
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VIII 

or a pharmaceutically acceptable salt thereof, 
wherein 

X = NH 

Y = CO, CS, -C(=N-CN) or 

X and Y together form an alkene, or C3-C5 cycloalkyl; 
Ri is -COOH; 

R2 is an electron withdrawing group; 

R 5 is -(CH 2 )k-S(0) i -R7 5 -NH-SO2-R7, -(CH 2 ) k -W-R 8 , -NH-(CZ0-Rg, -NH-(CZi)- 
NRg 5 substituted aryl, substituted CMalkyl, or substituted Cj^alkenyl; 
R6 is selected from H, halo, C1-C4 alkyl, -CN, NH 2 , N0 2 ; 

R7 is selected from alkyl, substituted alkyl, aryl, substituted aryl, ~N(Qi 5 ) 2 , HET, and 
substituted HET; 

Rg is H, alkyl, substituted alkyl, aryl, substituted aryl, HET, substituted HET, 
cycloalkyl, substituted cycloalkyl; 

Each Q15 is independently H, alkyl, cycloalkyl, heterocycloalkyl, heteroaryl, 
phenyl, or naphthyl, each optionally substituted with 1-4 substituents independently 
selected from -F, -CI, -Br, -I, -OQi 6 , -SQ, 6 , -S(0) 2 Q 16 > -S(0)Q, 6 , -OS(0) 2 Q 16 , - 
C(=NQ 16 )Q 16 , -S(0) 2 -N=S(0)(Q 16 ) 2 , -S(0) 2 -N=S(Q 16 ) 2 , -SC(0)Q 16 , -NQ 16 Q 16 , -C(0)Q 16 , 
-C(S)Q 16 , -C(0)OQ 16 , -OC(0)Q 16 , -C(0)NQ 16 Q 16 , -C(S)NQ 16 Q 165 
-C(0)C(Q 16 ) 2 OC(0)Q 16 , -CN, -NQ 16 C(0)Q 16? -NQ 16 C(S)Q 16 , -NQ 16 C(0)NQ I6 Q 165 
-NQ 16 C(S)NQ i6Qi6 5 -S(0) 2 NQi 6 Qi6 ? -NQi6S(0) 2 Qi6, -NQi6S(0)Qi6, -NQ16SQ16, -N0 2 , 
and -SNQ16Q16. The alkyl, cycloalkyl, and cycloalkenyl being furher optionally 
substituted with =0 or =S; 

Each Q16 is independently selected from -H, alkyl, and cycloalkyl. The alkyl and 
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cycloalkyl optionally including 1-3 halos; 
W is O, S, -(CZ 2 )-, or -(CHZ 3 )-; 
Zi is O; 

Z 2 is =0, =S , =N-OH, =N-0-alkyl, or =N-0-substituted alkyl; 
Z 3 is -OH, -N=NH, -NNN-alkyl, -NH-alkyl, or -NH-substituted alkyl; 
i is 0, 1, or 2; and 
k is 0, 1 5 or 2. 

36. (ORIGINAL) The compound of claim 1 having a formula IX 




IX 



or a pharmaceutically acceptable salt thereof, 
wherein 

X =NH 

Y = CO, CS, -C(=N-CN) or 

X and Y together form an alkene, or C3-C5 cycloalkyl; 
R, is -COOH; 

R2 is an electron withdrawing group; 

R 5 is -(CH 2 ) k "S(0) i -R 75 -NH-SO2-R7, -(CH 2 ) k -W-R 8 , -NH-(CZ0-R 8 , -NH-(CZ,)- 
NRg, substituted aryl, substituted Ci^alkyl, or substituted Ci^alkenyl; 
R^ is selected from H, halo, -CN, NH2, NO2, alkyl; 

R7 is selected from alkyl, substituted alkyl, aryl, substituted aryl, -N(Qi5)2, HET, and 
substituted HET; 

R 8 is H, alkyl, substituted alkyl, aryl, substituted aryl, HET, substituted HET, 
cycloalkyl, substituted cycloalkyl; 
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Each Q15 is independently H, alkyl, cycloalkyl, heterocycloalkyl, heteroaryl, 
phenyl, or naphthyl, each optionally substituted with 1-4 substituents independently 
selected from -F, -CI, -Br, -I, -OQi 6 > -SQi 6 , -S(0) 2 Qi 6 , -S(0)Qi 6 , -OS(0) 2 Q 16 , - 
C(=NQ 16 )Q 16 , -S(0) 2 -N=S(0)(Q 16 ) 2 , -S(0) 2 -N=S(Q, 6 ) 2 , -SC(0)Q 16 , -NQ 16 Q 16 , -C(0)Q 16 , 
■C(S)Qi 6s -C(0)OQ 16 , -OC(0)Q 16 , -C(0)NQ 16 Qi6, -C(S)NQ 16 Q 16 , 
-C(0)C(Q 16 ) 2 OC(0)Q 16 , -CN, -NQ 16 C(0)Qi 6 , -NQ 16 C(S)Q 16 , -NQ 16 C(0)NQ 16 Q 16 , 
-NQ 16 C(S)NQ 16 Q l6 , -S(0) 2 NQ 16 Q 16 , -NQ 16 S(0) 2 Q 16 , -NQ 16 S(0)Q 16 , -NQ 16 SQ 16 , -N0 2 , 
and -SNQ16Q16. The alkyl, cycloalkyl, and cycloalkenyl being flirher optionally 
substituted with =0 or =S; 

Each Q16 is independently selected from -H, alkyl, and cycloalkyl. The alkyl and 
cycloalkyl optionally including 1-3 halos; 

W is O, S, -(CZ 2 )-, or -(CHZ 3 )-; 

Zi is O; 

Z 2 is =0, =S , =N-OH, =N-0-alkyl, or =N-0-substituted alkyl; 
Z 3 is -OH, -N=NH, -N=N-alkyl, -NH-alkyl, or -NH-substituted alkyl; 
i is 0, 1, or 2; and 
k is 0, 1, or 2. 

37. (ORIGINAL) The compound of claim 1 having a formula X 




X 



or a pharmaceutical^ acceptable salt thereof, 



wherein 



X =NH 



Y = CO, CS, -C(=N-CN) or 

X and Y together form an alkene, or C3-C5 cycloalkyl; 
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Ri is -COOH; 

R2 is an electron withdrawing group; 

R 5 is -<CH 2 ) k -S(0)i-R 7? -NH-S0 2 -R 7 , -(CH 2 ) k -W-R 8 , -NH-(CZ,)-R 8 , -NH-(CZ,)- 
NR 8 , substituted aryl, substituted Ci^alkyl, or substituted Ci^alkenyl; 

R6 is selected from H 5 halo, HET, -CN, NH 2 , N0 2 , alkyl, substituted alkyl, alkoxy, 
substituted alkoxy, -NH-CO-HET, and -NH-CO-aryl; 

R 7 is selected from alkyl, substituted alkyl, aryl, substituted aryl, -N(Qis) 2 , HET, and 
substituted HET; 

R 8 is H, alkyl, substituted alkyl, aryl, substituted aryl, HET, substituted HET, 
cycloalkyl, substituted cycloalkyl; 

Each Q15 is independently H, alkyl, cycloalkyl, heterocycloalkyl, heteroaryl, 
phenyl, or naphthyl, each optionally substituted with 1-4 substituents independently 
selected from -F, -CI, -Br, -I, -OQi 6 , -SQi 6 , -S(0) 2 Qi 6 , -S(0)Qi 6 , -OS(0) 2 Qi 6 , - 
C(=NQ 16 )Q 16 , -S(0) 2 -N=S(0)(Q 16 ) 2? -S(0) 2 -N=S(Q 16 ) 2 , -SC(0)Q 16 , -NQ 16 Q 16 , -C(0)Q, 65 
-C(S)Q 16 , -C(0)OQ 16 , -OC(0)Q 16 , -C(0)NQ l6 Qi 6 , -C(S)NQ 16 Q 16 , 
-C(0)C(Q 16 ) 2 OC(0)Qi 65 -CN, -NQ 16 C(0)Q, 6 , -NQ 16 C(S)Q 16 , -NQ 16 C(0)NQ 16 Qi6, 
-NQ 16 C(S)NQi 6 Q 16 , -S(0) 2 NQ, 6 Q 16? -NQ 16 S(0) 2 Q 16 , -NQ 16 S(0)Qi 65 -NQ 16 SQ 16 , -N0 2 , 
and -SNQ16Q16. The alkyl, cycloalkyl, and cycloalkenyl being furher optionally 
substituted with =0 or =S; 

Each Qi6 is independently selected from -H, alkyl, and cycloalkyl. The alkyl and 
cycloalkyl optionally including 1-3 halos; 

W is O, S, -(CZ 2 )-, or -(CHZ 3 )-; 

Zi is O; 

Z 2 is =0, =S , =N-OH, =N-0-alkyl, or =N-0-substituted alkyl; 
Z 3 is -OH, -N=NH, -N=N-alkyl, -NH-alkyl, or -NH-substituted alkyl; 
i is 0, 1, or 2; and 
k is 0, 1, or 2. 

38. (ORIGINAL) The compound of claim 1 having a formula XI 
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or a pharmaceutical^ acceptable salt thereof, 
wherein 

X =NH 

Y = CO, CS, -C(=N-CN) or 

X and Y together form an alkene, or C3-C5 cycloalkyl; 
Ri is -COOH; 

R2 is an electron withdrawing group; 

R 5 is ^CH 2 ) k -S(0)i-R7, -NH-S0 2 -R 7 , -(CH 2 ) k -W-R 8 , -NH-(CZ,)-R 8 , -NH-(CZ,)- 
NRg, substituted aryl, substituted Ci^alkyl, or substituted C^alkenyl; 

R6 is selected from H, halo, HET, -CN, NH 2 , N0 2 , alkyl, substituted alkyl, alkoxy, 
substituted alkoxy, -NH-CO-HET, and -NH-CO-aryl; 

R 7 is selected from alkyl, substituted alkyl, aryl, substituted aryl, -N(Qi 5 ) 2 , HET, and 
substituted HET; 

Rg is H, alkyl, substituted alkyl, aryl, substituted aryl, HET, substituted HET, 
cycloalkyl, substituted cycloalkyl; 

Each Q15 is independently H, alkyl, cycloalkyl, heterocycloalkyl, heteroaryl, 
phenyl, or naphthyl, each optionally substituted with 1-4 substituents independently 
selected from -F, -CI, -Br, -I, -OQi 6 , -SQ, 6 , -S(0) 2 Q 16 , -S(0)Qi 6 , -OS(0) 2 Qi 6 , 
-C(=NQ 16 )Q 16 , -S(0) 2 -N=S(0)(Qi 6 ) 2 , -S(0) 2 -N=S(Q 16 ) 2 , -SC(0)Q 16 , -NQ 16 Q 16 , 
-C(0)Q 16 , -C(S)Q 16 , -C(0)OQ 16 , -OC(0)Q 16 , -C(0)NQ 16 Q 16 , -C(S)NQ 16 Q 16 , 
-C(0)C(Q 16 ) 2 OC(0)Q 16 , -CN, -NQ 16 C(0)Q 16 , -NQ I6 C(S)Q 165 -NQ 16 C(0)NQ 16 Q 16 , 
-NQ 16 C(S)NQ 16 Q 16 , -S(0) 2 NQi 6 Qi 6) -NQ 16 S(0) 2 Q 16 , -NQ 16 S(0)Q 16 , -NQ 16 SQ 16 , 
-N0 2 , and -SNQi 6 Qi6- The alkyl, cycloalkyl, and cycloalkenyl being furher optionally 
substituted with =0 or =S; 
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Each Qi6 is independently selected from -H, alkyl, and cycloalkyl. The alkyl and 
cycloalkyl optionally including 1-3 halos; 
W is O, S, -(CZ 2 )-, or -(CHZ 3 )-; 
Zi is O; 

Z 2 is O, =S , =N-OH, =N-0-alkyl, or =N-0-substituted alkyl; 
Z 3 is -OH, -N=NH, -N=N-alkyl, -NH-alkyl, or -NH-substituted alkyl; 
i is 0, 1, or 2; and 
k is 0, 1, or 2. 

39. (ORIGINAL) The compound of claim 1, wherein Y is -CO-. 

40. (ORIGINAL) The compound of claim 1 , wherein R 2 is halo, -CN, -N0 2 , HET, 
substituted HET, aryl, substituted aryl, -(CO)-alkyl, -(CO)-substituted alkyl, -(CO)-aryl, - 
(CO)-substituted aryl, -(CO)-O-alkyl, -(CO)-O-substituted alkyl, -(CO)-O-aryl, -(CO)-O- 
substituted aryl, -OC(Z n ) 3 , -C(Z n ) 3 , -C(Z n ) 2 -0-C(Z m ) 3 , -S0 2 -C(Z n ) 3 , -S0 2 -aryl, -CN(Q I7 ) 2 , - 
C(NQn)Qi7- -CH=C(Qn) 2 , -C=C-Qn, in which each Zn and Zm is independently H, halo, - 
CN, -N0 2 -OH, or Ci^alkyl optionally substituted with 1-3 halo, -OH, N0 2 , provided that at 
least one of Zn is halo, -CN, or N0 2 . 

4 1 . (ORIGINAL) The compound of claim 40, wherein R 2 is Br, CI, F, I, -CN, formyl, 
methoxyimino, hydroxyimino, -CH 2 -halo, CH 2 -CN, phenyl, thienyl, pyrazinyl, 1 -methyl- 
lH-pyrrol-2-yl, pyridin-2-yl, chlorophenyl, nitrophenyl, cyanophenyl, chlorothienyl, 
methylthienyl, fluorophenyl, (trifluoromethy)phenyl, di (trifluoromethy)phenyl, 
difluorophenyl, dimethylisoxazolyl, dimethoxypyrimidinyl. 

42. (ORIGINAL) The compound of claim 1 , wherein R 5 is -NH 2 , -S0 2 -NH-alkyl, -S0 2 - 

NH-substituted alkyl, -S0 2 -NH-aryl, -NH-S0 2 -aryl, -S0 2 -NH-substituted aryl, -NH-S0 2 - 

substituted aryl, -S0 2 -NH-HET, -S0 2 -NH-substituted HET, -S0 2 -N(alkyl)(substituted 

alkyl), -S0 2 -N(alkyl)(aryl), -S0 2 -N(alkyl)(substituted aryl), -S0 2 -N(alkyl)(HET), -S0 2 - 

N(alkyl)(substituted HET), -S-alkyl, -S-substituted alkyl, -O-alkyl, -O-aryl, -S-substituted 

alkyl, -CH 2 -S-alkyl, -CH 2 -S -substituted alkyl, -(CH 2 ) 2 -S-alkyl, -(CH 2 ) 2 -S-substituted alkyl, - 

C(0)-aryl, -C(0)H, -C(OH)-aryl, -C(N-OCH 3 )-aryl, -C(N-OH)-aryl, -C(0)-C, ^cycloalkyl, - 
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NH-C(0)-0-Cl-4alkyl 5 -NH-C(0)-aryl, -NH-C(0)-substituted aryl, -NH-C(0)-HET, -NH- 
C(0)-substituted HET, -NHC(0)NH-aryl 5 -NHC(0)NH-substituted aryl, -NHC(0)NH-het, - 
NHC(0)NH-substituted het. 

43. (ORIGINAL) The compound of claim 42, wherein R 5 is (diethylamino)sulfonyl, 

( 1 H-indol-5 -yl)aminosulfonyl, (furylmethylamino)sulfonyl, (ethoxycarbonyl)- 1 - 

piperazinylsulfonyl, pyridinylethylaminosulfonyl, (benzylamino)sulfonyl, (2-hydroxy-l- 

methylethyl)aminosulfonyl 5 (4-carboxyanilino)sulfonyl, (3,4-dihydro- 1 (2H)- 

quinolinyl)sulfonyl 5 [2-(3 5 5-dimethoxyphenyl)ethyl]aminosulfonyl, [(3S)-3- 

hydroxypyrrolidinyl]sulfonyl 5 (ethylanilino)sulfonyl, (3,5-dimethoxyanilino)sulfonyl, (2- 

hydroxy-2-phenylethyl)(methyl)amino]sulfonyl, (2,3-dihydro- 1 H-indol- 1 -yl)sulfonyl, (5- 

methoxy-2, 3-dihydro-l H-indol- l-yl)sulfonyl, (5-fluoro-2,3-dihydro-l H-indol- l-yl)sulfonyl, 

( 1 H-benzimidazol- 1 -yl)sulfonyl, (5-fluoro- 1 H-indol- 1 -yl)sulfonyl, ( 1 H-indol- 1 -yl)sulfonyl, 

(6-fluoro- 1 H-indol- 1 -yl)sulfonyl, (5-chloro- 1 H-indol- 1 -yl)sulfonyl, (6-chloro- 1 H-indol- 1 - 

yl)sulfonyl, (6-chloro-5-fluoro-l H-indol- 1 -yl)sulfonyl, (lH-pyrrol-l-yl)sulfonyl, (5- 

methoxy- 1 H-indol- 1 -yl)sulfonyl, ( 1 H-pyrrolo[2,3-b]pyridin- 1 -yl)sulfonyl, (5-bromo-2,3- 

dihydro- 1 H-indol- 1 -yl)sulfonyl 5 (3,3-dimethyl-2,3-dihydro- 1 H-indol- 1 -yl)sulfonyl, (4- 

chlorophenyl)(methyl)amino]sulfonyl, benzylthio, methyl(pyridin-2-yl)amino]sulfonyl, (1H- 

indol- 1 -yl)sulfonyl, (pyrrolidin- 1 -yl)sulfonyl, (2-methylpyrrolidin- 1 -yl)sulfonyl, 

(morpholin-4-yl)sulfonyl, (piperidin- 1 -yl)sulfonyl, (methoxy- 1 H-indol- 1 -yl)sulfonyl, 

{ methyl [( 1 R)- 1 -phenylethyl] amino } sulfonyl, { methyl [(1 S)- 1 -phenylethyl] amino} sulfonyl, 

[(2-aminophenyl)(methyl)amino]sulfonyl, (dipropylamino)sulfonyl, benzylsulfanyl, 

(dipropylamino)sulfanyl, (dipropylamino)sulfinyl, [4-chloro(methyl)anilino] sulfonyl, 

(phenylthio)methyl, benzyloxy, 3-(ethylthio), (pyridin-4-ylmethyl)thio, phenoxy, phenylthio, 

(pyridin-4-ylmethyl)thio, benzylthio, (l-phenylethyl)thio, cyclopentylthio, 

cyclopentylsulfinyl, benzoyl, hydroxy(phenyl)methyl, (methoxyimino)(phenyl)methyl, 

(hydroxyimino)(phenyl)methyl, cyclopentylcarbonyl, benzoylamino, furoylamino, (thien-2- 

ylacetyl)amino, (mesitylcarbonyl)amino, (l,3-benzodioxol-5-ylcarbonyl)amino, 3-(2,4- 

dimethoxybenzoyl)amino, (phenylthio)acetylamino, (anilinocarbonyl)amino, (2,4- 

difluorophenyl)amino carbonylamino, (3-cyanophenyl)aminocarbonylamino, (3- 

acetylphenyl)aminocarbonylamino, -(trifluoromethoxy)phenylsulfonylamino, (thien-2- 

ylacetyl)amino, (5-nitro-2-furoyl)amino, (5-chloro-2-methoxyphenyl)aminocarbonylamino, 
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(4-phenoxyphenyl)aminocarbonylamino, (4-acetylphenyl)aminocarbonylamino, 
phenylethynyl, 2-phenylethyl, 4-Chlorophenyl 5 benzyloxy, phenoxy, alkylthio, phenyl, 
dihalophenyl, amino, acetylamino, benzoylamino, phenylacetylamino, methylsulfonylamino, 
phenylsulfonylamino, benzylsulfonylamino, benzyloxy, hydroxy, 3-phenoxypropoxy, (2,3- 
dihydro-1 ,4-benzodioxin-2-yl)methoxy, cyclobutylmethoxy, (2,2-dimethyl-l ,3-dioxolan-4- 
yl)methoxy, 2,3-dihydroxypropoxy, cyclobutyloxy, 2-methoxy-l-methylethoxy, isopropoxy, 
cyclopropylmethoxy, cyclohexylmethoxy, 2-methoxyethoxy, tetrahydro-2H-pyran-2-yl- 
methoxy, (oxiran-2-yl)methoxy, 2-hydroxy-3-isopropoxypropoxy, furylmethoxy, pentyloxy, 
phenylacetylamino, Benzoylamino, Acetyloxyacetylamino, cyclopentylcarbonylamino, 6- 
Chloropyridin-3-ylcarbonylamino, isoxazol-5-ylcarbonylamino, 2,4-difluorobenzoylamino, 
fluoroacetylamino, Acetylamino, 4-Chlorophenylacetylamino, 4- 
methoxyphenylacetylamino, cyclopentylacetylamino, 3-fluorobenzoylamino, 3- 
cyanophenylacetylamino, cyclohexylcarbonylamino, propionylamino, 5-methoxy-5- 
oxopentanoylamino, Butyrylamino, 4-Bromobenzoylamino, 3-phenylpropanoylamino, 
phenoxyacetylamino, 3-cyclopentylpropanoylamino, 3-methoxy-3-oxopropanoylamino, 2- 
ethylhexanoylamino, 3,4-dimethoxyphenylacetylamino, 3,5,5-trimethylhexanoylamino, 
cyclopropylcarbonylamino, methoxyacetylamino, 3-methylbutanoylamino, pentanoylamino, 
4,7,7-trimethyl-3-oxo-2-oxabicyclo[2.2.1]hept-l-ylcarbonylamino, 
Chloro(phenyl)acetylamino, Benzyloxyacetylamino, 3-ethoxy-3-oxopropanoylamino, 1- 
Adamantylcarbonylamino, hexanoylamino, 2-phenylcyclopranolyamino, 2- 
phenylbutanoylamino, heptanoylamino, Acetyloxyphenylacetylamino, thien-2- 
ylcarbonylamino, 2-methylbutanoylamino, 8-methoxy-8-oxooctanoylamino, 2- 
ethylbutanoylamino, octanoylamino, cyclobutylcarbonylamino, l,3-dioxo-l,3-dihydro-2H- 
isoindol-2-yl, Benzylthio, morpholin-4-ylsulfonylbenzoylamino, lH-indol-2- 
ylcarbonylamino, 1 -methyl- 1 H-indol-2-ylcarbonylamino, 5-phenylisoxazol-3- 
ylcarbonylamino, 5-phenylpentanoylamino, 4-phenylbutanoylamino, 4-(4- 
methoxyphenyl)butanoylamino, 2-Chlorophenylacetylamino, 2,4- 

dichlorophenylacetylamino, 3,4-dichlorophenylacetylamino, 3-Chlorophenylacetylamino, 3- 
(trifluoromethyl)phenylacetylamino, 3-methylphenylacetylamino, 4-tert- 
Butylphenylacetylamino, 3-methoxyphenylacetylamino, 2-methoxyphenylacetylamino, 2- 
methylphenylacetylamino, 4-(trifluoromethyl)phenylacetylamino, 4- 

isopropylphenylacetylamino, 4-methylphenylacetylamino, 4-fluorophenylacetylamino, 2- 

23 



Patent Application 
Attorney Docket No.PC27684 
Pharmacia No. 01308.US1 

(trifluoromethyl)phenylacetylamino, 3-fluorophenylacetylamino, phenylthioacetylamino, 
naphthylacetylamino, naphthyloxyacetylamino, 2-propoxybenzoylamino, tetrahydrofuran-3- 
ylcarbonylamino, l-methylcyclopropylcarbonylamino 5 4-ethoxyphenylacetylamino, 1- 
Benzothien-3-ylacetylamino, l,r-Biphenyl-4-ylcarbonylamino, 4-Butoxybenzoylamino, 2- 
(2-phenylethyl)benzoylamino, l,r-Biphenyl-2-ylcarbonylamino, 4- 

(ethylthio)benzoylamino, 2-(methylsulfonyl)benzoylamino 5 2,6-dichlorophenylacetylamino, 
1 , 1 -Biphenyl-4-ylacetylamino, 1 ,3-Benzodioxol-5-ylacetylamino, 3,3- 
dimethylbutanoylamino, thien-2-ylacetylamino, 3-methyl-5-phenylisoxazol-4- 
ylcarbonylamino, [2-(2-methoxyethoxy)ethoxy]acetylamino, (2-hydroxybenzoyl)amino, 
prolylamino, (3-methylisoxazol-5-yl)acetylamino, and 4-Azido-3-iodobenzoylamino. 

44. (ORIGINAL) The compound of claim 1, wherein R6 is H, halo, -CN, NH 2 , N0 2) 
methyl, methoxy, -(CH 2 ) 2 -OH, morpholinyl, and -(CH 2 ) 2 -0-CO-CH 3 . 

45. (CURRENTLY AMENDED) A compound selected from 
2-["(L2-benzisoxazol-3-vlcarbonyl)amino1-5-bromobenzoic acid; 
2-(([5-(acetvlaminoVL2-benzisoxazol-3-vllcarbonvUaminoV5-cyanobenzoic acid; 
2-((f5-(benzovlamino)-L2-benzisoxazol-3-vl1carbonvUaminoV5-cvanobenzoic acid; 
5-cvano-2-[({5-[(phenvlacetvl)amino1-U2-benzisoxazol-3-yl|carbonvnamino1benzoic 

acid; 

5-cvano-2-r((5-r(methvlsulfonyl)amino1'L2"benzisoxazol-3-vUcarbonvn amino"[benzoic 
acid; 

5-cyano-2-[({5-r(phenylsulfonvnamino1-L2-benzisoxazol-3-vUcarbonynaminolbenzoic 
acid; 

2-[({5-[(benzylsulfonyl)amino]-L2-benzisoxazol-3-yUcarbonynamino1-5-cyanobenzoic 
acid; 

2- 1 IY6-Chloro- 1 ,2-benzisoxazol-3-y0carbonyl]amino) -5-cyanobenzoic acid; 
5-Bromo-2-{r(6-chloro-L2-benzisoxazol-3-yncarbonyllamino}benzoic acid; 

2-([(5-Bromo-L2-benzisoxazol-3-yncarbonyllamino}-5-cyanobenzoic acid; 

2-r(2,l-Benzisox / azol-3-ylcarbonynamino1-5-cyanobenzoic acid; 

2-r(K2-benzisoxazol-3-ylcarbonyl)amino]-5-cyanobenzoic acid; 

2-r(L2-benzisoxazol-3-ylcarbonyl)amino1-5-bromobenzoic acid; 
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tert-butyl 2-{r(5-amino-K2~benzisoxazol-3-Yl)carbonvl1amino}-5-cyanobenzoate; 
2-r{r5~(acetylaminoVK2'benzisoxazol--3-yl1carbonvl|amino)-5"Cvanobenzoic acid; 
2-({ r5-rbenzoylamino)-K2-benzisoxazol-3-yl1carbonyUamino)-5"Cyanobenzoic acid; 
5-cyaiiO'2-[(|5-[(phenylacetyDamino1-L2-benzisoxazol-3-yl>carbonyl)aminolbenzoic 
acid; 

5-cyano-2-[({5-[(methylsulfonynaminol-L2-benzisoxazol-3~yl|carbonyn amino] benzoic 
acid; 

5-cyano-2-[r{5-[(phenylsulfonynamino1-U2-benzisoxazol-3-yUcarbonyl)amino1benzoic 
acid; 

2- \( { 5 - [Ybenzylsulfony Damino] - 1 ,2 -benzisoxazol-3 -y 1 ) carbony Dam ino] -5 -cyano benzoic 
acid; 

5-cyano-2-{|"(5-{[r4-fluorophenyl)sulfonyl]amino}-K2-benzisoxazol-3- 

vOcarbonyll amino I benzoic acid; 
5-cyanO"2-[({5~[(methoxyacetynamino1-L2-benzisoxazol-3-ylicarbonynamino]benzoic 

acid; 

5 -cy ano-2- |Y { 5 - [(cyclobuty lcarbony Damino] - 1 ,2-benzisoxazol-3- 

yUcarbonyDaminolbenzoic acid; 
5 -cy ano-2 - |Y ( 6- [(methy lsulfony Daminol - 1 ,2-benzisoxazol-3 -y 1 1 carbony 1) amino] benzoic 

acid; 

5-cyano-2-|"({6-[(phenylsulfonynaminol-U2-benzisoxazol'3-yUcarbonyl)amino1benzoic 
acid; 

5-cyano-2-(r(6-([(4-fluorophenyl)sulfonyl]amino)-L2-benzisoxazol-3- 

yDcarbonyl] amino I benzoic acid; 
2-[({6-rrbenzylsulfonyl)amino1-U2-benzisoxazol-3-yllcarbonynamino]-5-cyanobenzoic 

acid; 

2-(r(6-amino-L2-benzisoxazol-3-yncarbonyl1amino}-5-cyanobenzoic acid; 
5-cyano-2-({|"5-(ethylaminoVK2-benzisoxazol-3-yl1carbonyl>amino)benzoic acid; 
5-cyano-2-r((5-[(cyclopropylmethyl)amino]-L2-benzisoxazol-3- 

yl j carbony Hamino] benzoic acid; 
5-cyano-2-r((5-[(2-methoxyethynamino]-l,2-benzisoxazol-3-yl}carbonyl)aminolbenzoic 

acid; 
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5-CYano-2-r(75-r(2-hvdroxyethv^ 
acid; 

5-cvano-2'[({5"r(2,3-dihvdroxypropYnammo]-K2-benzisoxazol-3- 

yUcarbonyl)amino"|benzoic acid; 
5-cyano-2~(([5-(dimethylamino)--K2-benzisoxazol-3-yl1carbonyUamino > )benzoic acid; 
tert-butyl 2-({[6-(acetyloxy)-K2~benzisoxazol-3-yllcarbonyUamino)-5-cyanobenzoate; 
2-(([6-(acetyloxy)-U2-benzisoxazol-3-yl1carbonyl}aminoV5-cyanobenzoic acid; 
tert-butyl 5-cyanO"2~([(6-hydroxy-K2-benzisoxazol-3-yncarbonyl1aminolbenzoate; 
5 -cyano-2- { [(6-hydroxy-L2-benzisoxazol"3-yncarbonyll amino} benzoic acid; 
2-({[6-(benzyloxyVK2-benzisoxazol-3-yl1carbonyliamino)-5-cyanobenzoic acid; 
5-cyano-2-{[(6-methoxy-K2-benzisoxazol-3-yl)carbonyllamino}benzoic acid; 
2-[({6-[(benzylsulfonynoxy1-K2-benzisoxazol-3-yl|carbonynaminol-5-cyanobenzoic 

acid; 

5 -cyano-2 - \( i 6- [(pheny Isulfony Doxy] - 1 ,2 -benzisoxazol-3 -y 1 \ carbony Damino] benzoic 
acid; 

Methyl 5-bromo-2-(([5-(chlorosulfonyn-K2-benzisoxazol-3- 

yl]carbonyliamino)benzoate; 
5 -bromo-2-( ( \ 5 -(moroholin-4-y lsulfony 0- 1 2 -benzisoxazol-3 -y 1] carbony 1 1 amino)benzoic 

acid; 

2-r([5-(anilinosulfonyn-l < ,2-benzisoxazol-3-yl]carbonyllamino)-5-bromobenzoic acid; 
2-(l("5-(dimethylamino$ulfonylVL2-benzisoxazol-3-yncarbonyUamino)-5-bromobenzoic 
acid; 

2-f{["5-rdiethylaminosulfonyl)-K2-benzisoxazol-3-yl"|carbonyl}amino)-5-bromobenzoic 
acid; 

2-((("5-(benzylaminosulfonyn-L2-benzisoxazol-3-yncarbonyUamino)-5-bromobenzoic 
acid; 

2-({r5-(aminosulfonylVL2-benzisoxazol-3-yllcarbonyUamino)-5-bromobenzoic acid; 
2-(( [S-fmethylaminosulfonyD-l^-benzisoxazol-S-yllcarbonyUamino^-S-bromobenzoic 
acid; 

2-f{[5-rpyrrolidin-l-ylsulfonyl)-K2-benzisoxazol-3-yl1carbonyl}aminoV5-bromobenzoic 
acid; 

5-Cyano-2-({[6-(2-methylphenyl)-L2-benzisoxazol-3-yl1carbonynamino)benzoic acid; 
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5-Cvano-2-({[6-(3,5-dimethYlisoxazol-4-vl)-K2-benzisoxazol-3- 

vllcarbonvl}amino)benzoic acid; 
5-CvanO"2-[((5-[4-(morpholin-4-vlcarbonvl)phenvll"L2-benzisoxazol-3" 

vllcarbonvDaminolbenzoic acid; 
2-({[5-(2-AcetvlphenvlVL2-benzisoxazol-3--Yl]carbonvUamino)-5-cvanobenzoic acid; 
5-Cvano-2-({[5-(2,5-dimethoxYphenyl)-l,2-benzisoxazol-3-vl1carbonvUamino>benzoic 

acid; 

5-CvanO"2-(([5-(2-methvlphenvn-K2-benzisoxazol-3-yllcarbonvUamino)benzoic acid; 
5-Cvano-2-r({5-[4-(methvlsulfonvl)phenyl1-L2-benzisoxazol-3- 

yl} carbon YQamino~|benzoic acid; 
2-r((643-(Acetylamino)phenYl]-h2-benz^ 

acid; 

2-U6-f3-Acetylaminophenyl > )benzoisoxazole-3"Carbonyl1amino}~5-cyano-benzoic acid; 
2-r({5-f2-(Acetylamino)phenyll-K2-benzisoxazol-3-ylicarbonynaminol-5-cyanobenzoic h 
acid; 

2'[({5-[3-(Acetylamino)phenyl1~K2"benzisoxazol~3~yl|carbonynamino]-5-cyanobenzoic j 
acid; 

Benzyl 5-cyano-2-( ( f 5-(pyrrolidin- 1 -ylsulfonylV 1 ,2-benzisoxazol-3- 

y 11 carbony 1 } amino)benzoate; 
5-Cyano-2-((r5-(pyrrolidin-l-ylsulfonyn-L2-benzisoxazol-3~yl1carbonyl|amino)benzoic 

acid; 

S-Cyano^-fdS-frdipropylamino^sulfonyH-l^-benzisoxazol-S- 

yl } carbony Oamino] benzoic acid; 
2"(l[5-(Anilinosulfonyn-L2-benzisoxazol-3-yllcarbonyUamino)-5-cyanobenzoic acid; 
5-Cyano-2-[({5-[(diethylamino)sulfonyl]-L2-benzisoxazol-3-yl}carbonynamino]benzo 

acid; 

5-Cyano-2-(([5-(moipholin-4-yls^ 
acid; 

5-Cyano-2'[r(5-[(dimethylamino)sulfonyll-L2-benzisoxazol-3- 

yll carbony l)amino] benzoic acid; 
/ert-Butyl 5-cyano-2-r(l5-[(dipropylamino)sulfonyll-L2-benzisoxazol-3" 

yl > carbony Daminol benzoate ; 
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2-r(l5-r(5-Chloro-23-dih^^ 

vl IcarbonvDaminol-S-cvanobenzoic acid; 
NJsf-Diethylammonium 5-cvano-2~[((5-[(methvlamino)sulfonyl1-K2~benzisoxazol-3- 

vUcarbonvnaminolbenzoate; 
2-{[(5-{[Bis(2-hydroxyethy0amino]sulfo^^ 

cyanobenzoic acid; 

5-Cyano-24((5-nitro-6~[4-nitro-2"rtrifluoromethynphenyl1-L2-benzisoxazol-3- 

yl I carbonyPaminol benzoic acid; 
2-[f{5-(Acetylamino)-6-[4-(acetylaminoV2^^^ 

yl I carbonyPaminol -5 -cyanobenzoic acid; 
2-\(i 5-(Acetylamino)-6-r4-racetylaminoV2-rtrifluoromethynphenyll-L2-benzisoxazol--3- 

yl } carbony Oaminol -5-bromobenzoic acid; 
5-Cyano-2- \( { 6- [ 2-(trifluoromethynphenyl1 - 1 ,2-benzi soxazol -3 - 

yUcarbonyPaminolbenzoic acid; 
2-[({5-f2-(acetylamino)phenyl1-1 ,2-benzisoxazol-3-vl)carbonyl)amino1-5- 

cyanobenzoic acid; 
2-f({5-f3'(acetvlamino)phenvn-1 ,2-benzisoxazol-3-yl)carbonvl)amino1-5- 

cvanobenzoic acid; 
2-f((5-f4-(acetylamino)phenvn-1 ,2-benzisoxazol-3-vl)carbonvl)annino1-5- 

cvanobenzoic acid; 
2-[({5-[4~(acetvlamino)-2-(trifluoromethyl)phenvn-1 ,2-benzisoxazol-3- 

vl)carbonyl)amino1-5-cvanobenzoic acid; 
2-f({5-f44acetyl(methyl)amino1-2^ 

vl)carbonyl)amino1-5-cvanobenzoic acid; 
24((5-f4-(acetylamino)-2-methylphenvl1-1 ,2-benzisoxazol-3-vl}carbonvl)aminol-5- 

cvanobenzoic acid; 

24((5-[2-(acetylamino)phenvll-6-cvano-1 ,2-benzisoxazol-3-vl)carbonvl)amino1-5- 
cyanobenzoic acid; 

2-[((543-(acetvlamino)phenyll-6~cvano-1 ,2-benzisoxazol-3-yl)carbonvl)amino1-5- 
cvanobenzoic acid; 

2-[((5-[4-(acetvlamino)phenvlV6-cyano-1 ,2-benzisoxazol-3-vl)carbonyl)arrtino1-5- 
cvanobenzoic acid; 
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24((5-r4-facetyl(methvl)ami^ 2- 

benzisoxazol-3-yl)carbonvl)amino1-5-cvanobenzoic acid; 
24((544-(acetvlamino)-2-methvlphenvl1-6-cvano-1,2-benzisoxazol-3^ 

vl)carbonvl)aminol-5-cyanobenzoic acid; 
2-[((5~[5-(acetvlamino)-2-methoxyphenvn-6-cvanO'-1 ,2-benzisoxazol-3- 

vl)carbonyl)aminol-5-cvanobenzoic acid; 
2~({r542-(acetvlamino)phenvl1-6-(trifluoromethvl)--1 ,2-benzisoxazol-3- 

vl1carbonvl}amino)-5-cvanobenzoic acid; 
5-cyano-2-({f5-(2-methoxyphenvl)-6-^^ 

vncarbonyl)amino)benzoic acid; 
2-({[5-{44acetvl(methvl)amin^^ ,2-benzisoxazol-3- 

vncarbonvl)amino)-5-cvanobenzoic acid; 
2-[({6-acetyl-5-f2-(acetvlamino)phenylV1 ,2-benzisoxazol-3-vl)carbonyl)amino1-5- 

cyanobenzoic acid; 

2-f((6-acetvl-5-r3-(acetvlamino)phenyl1-1 ^-benzisoxazol-S-yljcarbonvQaminol-S- 
cvanobenzoic acid; 

2"f((6-acetyl"5-[4-(acetylamino)phenyl1-1 ,2-benzi$oxazol-3-vl)carbonvl)amino1-5- 
cvanobenzoic acid; 

24((6-acetyl-542-(trifluoromethvl)phenvl1-1 ,2-benzisoxazol-3-vl)carbonyl)aminol- 

5-cvanobenzoic acid; 
24({6"acetvl-5-r4"(acetvlamino)-2-(trifluoromethvl)phenvl1-1 ,2-benzisoxazol-3- 

vl)carbonvl)amino1-5-cvanobenzoic acid; 
2-[({6-acetvl-5-[44acetvl(methvl)amino1-2-(trifluoromethvl)phenvlV1,^ 

benzisoxazol-3-vl)carbonyl)amino1-5-cvanobenzoic acid; 
24({6'acetvl-5-f44(methoxvcarbonvl)amino1-2"(trifluoromethyl)ph ,2- 

benzisoxazol-3-vl)carbonvl)aminol-5-cvanobenzoic acid; 
2-((f6-acetyl-5-(2-methvlphenv0-1 ,2-benzisoxazol-3-vl1carbonyl)amino)-5- 

cvanobenzoic acid; 
2-r({6-acetvl-5~[4-(acetvlamino)"2-methvlphenvn-1 ^-benzisoxazol-S- 

yl|carbonvl)aminol-5-cvanobenzoic acid; 

2-{r(6-acetvl-5-(4-r(methoxvcarbonvl)amino1-2-methvlphenyl)-1 ,2-benzisoxazol-3- 

vDcarbonyllaminoVS-cvanobenzoic acid; 
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2-(([6-acetvl-5-(2-methoxvphenvlV1 1 2-benzisoxazol-3-vl1carbonvl)amin 

cvanobenzoic acid; 
2-f((6-acetvl-5-f5-(acetvlamino)-2-methoxyphenvn-1 ,2-benzisoxazol-3- 

vl)carbonvl)amino1-5-cyanobenzoic acid; 
2-{f(6-acetvl-5-(2-methoxy-54( 

3-vl)carbonvl1aminoV5-cvanobenzoic acid; 
2-{r(6-acetyl-5-{2-methoxy-5-[(m ,2- 

benzisoxazol-3-vl)carbonvnamino)-5-cyanobenzoic acid; 
2-f((542-(acetvlamino)phenvl1-6-propionvM ,2-benzisoxazol-3-yl}carbonvl)amino1- 

5-cyanobenzoic acid; 
24((544-facetvl(methvl)ami^ ,2- 

benzisoxazol-3-vl)carbonvl)amino1-5-cyanobenzoic acid; 
2-({[6-(acetvlamino)-5-phenvl-1 1 2-benzisoxazol-3-vl1carbonvl)amino)-5- 

cvanobenzoic acid; 
2-[({6-(acetylamino)-5-f2-(acetvlamino)phenvn-1 ,2-benzisoxazol-3- 

vl)carbonyl)amino1-5-cvanobenzoic acid; 
2"r({6-(acetylamino)-5-f3-(acetvlamino)phenvn-1 ^-benzisoxazol-S- 

vl)carbonyl)amino1-5-cvanobenzoic acid; 
2-r({6-(acetylamino)-5-f4-(acetvlamino)phenvn-1 ,2-benzisoxazol-3- 

vl)carbonvl)amino1-5-cyanobenzoic acid; 
2-[((6-(acetvlamino)-5-f2-(trifluoromethvl)phenvl1~1 ,2-benzisoxazol-3- 

vl)carbonvl)amino1-5-cyanobenzoic acid; 
24((6-(acetvlamino)-5-r4-(acetvlamino)-2-(trifluoromethvl)phenvl]-1,2- 

benzisoxazol-3-vl)carbonyl)amino1-5-cvanobenzoic acid; 
24({6-(acetylamino)-5-r4-racetyl(m^ 

benzisoxazol-3-vl)carbonyl)aminol-5-cvanobenzoic acid; 
2-r({6-(acetvlamino)-5-r4-r(methoxvcarbonyl)(methvl)amino1-2- 

(trifluoromethvl)phenvlM ,2-benzisoxazol-3-vl)carbonvl)amino1-5- 

cyanobenzoic acid; 

24((6-(acetylamino)-5-r4-f(methoxy .2- 
benzisoxazol-3-vl}carbonvl)amino1-5-cvanobenzoic acid; 
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2-((r6-(acetvlamino)-5-(2-m 

cvanobenzoic acid; 
2-r({6-(acetvlamino)-544-(acetvlamino)-2-m 

vl)carbonyl)amino1-5-cvanobenzoic acid; 
2-(r(6-(acetvlamino)-5~(44acetvl(methvl)amino1-2-methvlpheny 

benzisoxazol-3-vl)carbonvl1amino)-5-cvanobenzoic acid; 
2-{[(6-(acetvlamino)-5-^ 

benzisoxazol-3-vl)carbonvllamino)-5-cyanobenzoic acid; 
2-((r6-(acetvlamino)"5"(2-methoxvphenyl)~1 ,2-benzisoxazol-3-vllcarbonyl}amino)- 

5-cvanobenzoic acid; 

2-{f(6-(acetylamino)-5-(44acetyl(metM 

vl)carbonvl1amino)-5-cvanobenzoic acid; 
2-{[(6-(acetvlamino)-5-(44(m 

benzisoxazol-3-vl)carbonyl1amino|-5-cvanobenzoic acid; 
2-(r(6-(acetylamino)-5-{44(methoxycar^^ 

vl)carbonvl1aminoy-5-cvanobenzoic acid; 
24({6-(acetvlamino)-5-r5-(acetvlamino)-2-methoxyphenvn-1 ,2-benzisoxazol-3- 

vl)carbonvl)amino1-5-cvanobenzoic acid; 
2-{r(6-(acetvlamino)-5-(2-mefo^ ,2- 

benzisoxazol-3-vl)carbonyl1amino)-5-cvanobenzoic acid; 
2-((r6-(acetvlamino)-5-pyridin-2-vl-1 ,2-benzisoxazol-3-vl1carbonyl)amino)-5- 

cyanobenzoic acid; 
2-({f6-(acetvlamino)-5-pyridin-3-vl-^ 

cvanobenzoic acid; 
2-(([6-(acetylamino)-5-pyridin-4-vM 

cvanobenzoic acid; 
2'({[6-(acetvlamino)-5-pyrazin-2-vl~1 1 2-benzisoxazol-3-vl1carbonvl>amino)-5- 

cyanobenzoic acid; 

2-({f6-(acetvlamino)-5-pyridazin-3-vl-1 ,2-benzisoxazol-3-vl1carbonyl)amino)-5- 
cvanobenzoic acid; 

2-((f6-(acetvlamino)-5-pvridazin-4-vl-1 1 2-benzisoxazol-3-vl1carbonyl)amino)-5- 
cvanobenzoic acid; 
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5-cvano~2-(([5"Phenyl~6-(propionvlamino)-1 ,2-benzisoxazol-3- 

vllcarbonvl)amino)benzoic acid; 
2-({[5-[2-(acetvlamino)phenvl1-6-(propionvlamino)-1 l 2-benzisoxazol~3- 

vl1carbonvl)amino)-5-cyanobenzoic acid; 
2-({f5-f3-(acetylamino)phenyl^^ 

vncarbonvl)amino)-5-cyanobenzoic acid; 
2-((f5~f4-(acetvlamino)phenvl1-6~(propionylamino)-1 ,2-benzisoxazol-3- 

vllcarbonvl)amino)-5-cvanobenzoic acid; 
5-cvanO'24((6-(propionvlamino)-542-(trifluoromethvl)phenvl1~^ ,2-benzisoxazol-3- 

vDcarbonvDaminolbenzoic acid; 
2-({[5-f4-(acetylamino)-2-(triflu^^ ,2- 

benzisoxazol-3-vncarbonyl)amino)-5-cvanobenzoic acid; 
2-({f5444acetvl(methvl)aminoV2-(trifluoromethyl)phenvn-6-(pro 

benzisoxazol-3-vl1carbonyl)amino)~5-cyanobenzoic acid; 
5-cvano-2~({f5-[44(methoxvcarbonvhamino1-2-(trifluoromethyl)phen 

(propionvlaminoVI ,2-benzisoxazol-3-vl1carbonyl)amino)benzoic acid; 
5-cvano-2'((f5-(2-methylphenvl)-6-(propionvlamino)-1,2-benzisoxazol-3- 

yl1carbonyl)amino)benzoic acid; 
2-({r544-(acetylamino)-2-methylphe^ 

vllcarbonvl)amino)-5-cvanobenzoic acid; 
5<:vano-2-((r5-(44(methoxvcarb^ 

1 1 2-benzisoxazol-3-vllcarbonvl)amino)berizoic acid; 
5-cyano-2-((r5-(2-methoxyphenv0^ 

yllcarbonyl)amino)benzoic acid; 
5-cyano-2-(fr5-l4-f(methoxvcarbon^^ 

1 1 2-benzisoxazol-3-vllcarbonyl}amino)benzoic acid; 
5-cyano-2-({[5-(44(methoxvcarbonyl)am ,2- 

benzisoxazol-3-vl1carbonyl)amino)benzoic acid; 
5-cvano-2-({f5-{2-methoxv-5-r(rnethoxvcarbonvl)amino1phenvl)-6- 

(propionvlamino)-1 < 2-benzisoxazol~3-vncarbonvl)amino)benzoic acid; 
5-cvano-2~(([6-(propionylamino)--5-pvridin-2-vl-1,2-benzisoxazol-3' 

vl1carbonvl)amino)benzoic acid; 
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5-cyano-2-((r6-(propionylamino^ 

yl1carbonvl)amino)benzoic acid; 
5-cvano-2-(([6-(propionvlamino)-5-pyridin-4-vl-1 ,2-benzisoxazol-3- 

yl1carbonyl)amino)benzoic acid; 
5-cvano-2-((f6-(propionylamino)-5-pvridazin-3-vl-1,2-benzisoxazol-3- 

yllcarbonyl)amino)benzoic acid; 
5-cvano~2"(([6~(propionvlamino)-5-pyridazin--4'Vl--1,2"benzisoxazol--3- 

yllcarbonyl}amino)benzoic acid; 
2-({[5-r2-(acetylamino)phenvl1-6-(butvrylamino)-1 ,2-benzisoxazol-3- 

vncarbonvl)amino)-5-cvanobenzoic acid; 
24({6-(butyi^lamino)-542-^ 

vl)carbonvl)aminoV5-cvanobenzoic acid; 
2-(([544-(acetvlamino)-2-(trifl^^ 

benzisoxazol-3-vl1carbonvl)aminoV5-cvanobenzoic acid; 
2-((f6-(butvi^lamino)-5-(2-methyl^^ 

5-cvanobenzoic acid; I 

2-(([5-[4-(acetylamino)-2-metM 

yl1carbonvl)amino)-5-cvanobenzoic acid; 
2-f((64acetvl(methvl)amino1-1 l 2-benzisoxazoU3-vl)carbonvl)am 

cyanobenzoic acid; 

2-r(f6-[acetyl(methvl)amino1-5-phenyl-1 ^-benzisoxazol-S-vDcarbonvDaminol-S- 

cvanobenzoic acid; 
24(f542-(acetylamino)pheny^ 

vl)carbonvl)amino1-5-cyanobenzoic acid; 
2-r((5-[4'(acetvlamino)phenvll~64acetvl(methvl)amino1-1 ,2-benzisoxazol-3- 

vl)carbonyl)aminol-5-cvanobenzoic acid; 
24({64acetvl(methvl)amino1>542-(trifluoromethvl)phenv 

vl)carbonvl)amino1-5-cvanobenzoic acid; 
2-r({544-(acetvlamino)-2-(trifluoromethyl)phenvl1-6-racetvl(methv ,2- 

benzisoxazol-3-vl}carbonvl)amino1-5-cvanobenzoic acid; 
24((6-[acetvl(methyl)amino1^ 

1 t 2-benzi$oxazol-3-vl>carbonvl)amino1'5-cvanobenzoic acid; 
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24((64acetyl(methyl)aminol-5-[44(m 

(trifluoromethyl)phenvll-l ,2-benzisoxazol-3-vllcarbonvl)amino1-5- 

cyanobenzoic acid; 
2-r({64acetvl(methvl)amino1-5-r44(methoxvcarbonyl)amino1-2- 

(trifluoromethyl)phenvll-l ,2-benzisoxazol-3-vl)carbonvl)amino]-5- 

cyanobenzoic acid; 
2-({[6-facetvl(methvl)amino1-5-(2-methvlphenyl)-1 ,2-benzisoxazol-3- 

vl1carbonvl>amino)-5-cvanobenzoic acid; 
2-f((5-[4-(acetvlamino)-2-methylphenvn-64acetvl(methvl)amino1-1 ,2- 

benzisoxazol-3-vl}carbonyl)amino1-5-cvanobenzoic acid; 
2-(f(6-facetvl(methyl)aminol-5-^ 

3-yl)carbonvllamino)-5-cvanobenzoic acid; 
5-cyano-24((6-rmethvl(propionyl^^ 

benzisoxazol-3-vl}carbonvl)amino1benzoic acid; 
2-f((5-f4-(acetylamino)-2-(trifl^ 

benzisoxazol"3-vl)carbonyl)amino1-5-cvanobenzoic acid; 
2-[((5-[4~facetvl(methvl)aminoV2-(trifluQromethvl)phenvl1-6- 

fmethvKpropionvhaminol-l^-benzisoxazol-S-ylTcarbonvnaminol-S- 

cyanobenzoic acid; 
24({544-(acetylamino)-2-methylphe^ ,2- 

benzi$oxazol-3-yl)carbonvl)aminoV5-cvanobenzoic acid; 
24({544-(acetvlamino)-2-(trifluoro ,2- 

benzi$oxazol-3'Vl)carbonyl)amino1-5-cvanobenzoic acid; 
5'Cvano-2-[((64(methoxvcarbonvl)aminoV5-phenvl-1,2-benzisoxazol~3-- 

vDcarbonvDaminolbenzoic acid; 
24((542-(acetvlamino)phenvl1-6-f(me^^ 

vl}carbonyl)amino1-5-cvanobenzoic acid; 
24((543-(acetvlamino)phenvn'6-r(methoxvcarbonvl)amino1-1 ,2-benzisoxazol-3- 

vl)carbonvl)amino]-5-cvanobenzoic acid; 
2-r((544-(acetytamino)pheny^ 

yl}carbonvl)aminol-5-cvanobenzoic acid; 
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5-cvano-24({6"f(methoxvcarbonvl)amino1-542-(trifluoromethyl) 

benzisoxazol-3-vl)carbonvl)aminolbenzoic acid; 
2-r((5-[4-(acetylamino)-2^ 

benzisoxazol-3-vl>carbonvl)aminoV5-cyanobenzoic acid ; 
24((5-[44acetvl(methvl)aminol-2-(trifluoromethyl)phenvl1-6- 

[(methoxvcarbonyl)aminoM ,2-benzisoxazol-3-vl)carbonvl)amino1-5- 

cyanobenzoic acid; 
5-cvano-24((64(methoxvcarbonv0^ 

2-(trifluoromethvl)phenyl1-1 ,2"benzisoxazol-3-vl)carbonvl)amino]benzoic 

acid; 

5-cvano-24((64(methoxvcarbonvl)ami^ 

(trifluoromethvl)phenylM ,2-benzisoxazol-3-vl}carbonyl)amino1benzoic 
acid; 

5-cvano-2-((r64(methoxvcarbonvl)amm^ 

yllcarbonyl>amino)benzoic acid; 
24((544-(acetvlamino)-2-methylph^ ,2- 

benzisoxazol-3-vl)carbonvl)amino1-5-cvanobenzoic acid; 
5-cvano-24f(64(methoxycarbonv0 

2- methylphenyl)-1 ,2-benzisoxazol-3-vl)carbonvnamino>benzoic acid; 
5-cvano-2-(f(6-r(methoxvcarbonyl)amm^ 

methvlphenvl>-1,2-benzisoxazol-3-vl)carbonvl1amino}benzoic acid; 
5-cvano-2-((f64(methoxvcarbonyl)aminoV^ 

3- vncarbonyl)amino)benzoic acid; 
5~cvano-2-([(6-F(methoxvcarbonvl)amino1-5-(4' 

f(methoxvcarbonvl)(methvl)amino1phenvlV1 1 2-benzisoxazol-3- 

vl)carbonyllamino)benzoic acid; 
5-cvano-2-([(64(methoxvcarbonvl)amino1-5-{44(methoxvcarbonvl)amin 

1 ,2-benzisoxazol-3-vl)carbonvl1amino>benzoic acid; 
2-r((5-r5-(acetvlamino)-2-methoxyphe^ ,2- 

benzisoxazol-3-vl)carbonyl)aminol-5-cvanobenzoic acid; 
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5-cvano-24f(6-[(methoxvcarbonvl)amino1-5--{2--methQxv-5- 

[(methoxvcarbonvDaminolphenvD-1 ,2-benzisoxazol-3- 

yl)carbonyl1amino)benzoic acid; 
5-cvano-2"([(6-[(methoxvcarbonyl)amino1--5--{2--methoxv-5- 

f(methoxvcarbonyl)(methvDamino1phenvD-1 ,2-benzisoxazol-3- 

vl)carbonvnamino)benzoic acid; 
5^vano-2-f({6-r(methoxvcarbonvDamino1-5^^ 

vDcarbonvDaminolbenzoic acid; 
5-cvano-2-f({6-r(methoxvcarbonvl)amino1-5-pyridin-3-yl-1 ,2-benzisoxazol-3- 

vDcarbonvDaminolbenzoic acid; 
5-cvano-2-f((6-[(methoxvcarbonvl)amino1-5'Pvridiri'4--vl-1 ^-benzisoxazol-S- 

vDcarbonvDaminolbenzoic acid; 
5-cvano-2-f({6-f(methoxvcarbonvDamino1-5-pyrazin-2-vl-1 ^-benzisoxazol^- 

vDcarbonvDaminolbenzoic acid; 
5-cvano-24({6-f(methoxvcarbonyl)aminoV5--pvridazin-3-vl-1 1 2--benzisoxazol-3' 

vDcarbonvDaminolbenzoic acid; 
5~cvano-2-[({6-[(methoxvcarbonvDamino1-5-pvridazin-4-yl-1 ,2-benzisoxazol-3- 

yl}carbonvDaminolbenzoic acid; 
S-cyano^-fdS-fCmethoxycarbonvDfmethvDaminol-l^-benzisoxazol-S- 

vDcarbonvDaminolbenzoic acid; 
5-cvano-2-f({6-f(methoxvcarbonvD(methvDamino1-5-phenvl-1 ,2-benzisoxazol-3- 

vDcarbonvDaminolbenzoic acid; 
2-[((5~[2-(acetvlamino)phenvl1-6-[(methoxvcarbonvD(methyl)amino1-1,2- 

benzisoxazol-3-vDcarbonvDaminol-5-cyanobenzoic acid; 
2-f({5-f4-(acetvlamino)phenyl1-6'[(methoxvcarbonvD(methvDamino1-1 ,2- 

benzisoxazol-3-vDcarbonvDamino1-5-cvanobenzoic acid; 
5-cvano-24((6~[(methoxvcarbonvD(methvDamino1-542-(trifluoromethvDphenvl1- 

1 ,2-benzisoxazol-3-vDcarbonvDamino1benzoic acid; 
24((5-[4-(acetvlamino)-2-(trifluoromethvDphenyll-6- 

f(methoxvcarbonvD(methvDaminoM ,2-benzisoxazol-3-yl}carbonvl)amino1- 

5-cvanobenzoic acid; 
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24((5-r44acetyl(methyl)ami^ 

f(methoxycarbonvD(metM 
5-cvanobenzoic acid; 

5-cyano-24({5-r4-r(methoxy^^ 

[(methoxvcarbonvl)(methyl)amino1-1 ,2-benzisoxazol-3- 

vl>carbonvl)aminolbenzoic acid; 
5-cvano-2-(([6-r(methoxvcarbonvl)(methvl)amino1-5-(2-methylph ,2- 

benzisoxazol-3-vncarbonvl>amino)benzoic acid; 
5-cvano-2-{[(6-[(methoxvcarbonvl)(methyl)amino1-5-(4- 

f(methoxvcarbonvl)(methvl)aminoV2-methvlphenylV1 ,2-benzisoxazol-3- 

vDcarbonyllaminolbenzoic acid; 
5-cvano-24((5-(4-f(methoxvcarbonvl)aminol-2-methylphenvl>-6- 

f(methoxvcarbonyl)(methvl)amino1-1 ,2-benzisoxazol-3- 

vDcarbonvDaminolbenzoic acid; 
5-cvano-2-((r6-f(methoxvcarbon^^ 

benzisoxazol-3-vl1carbonyl}amino)benzoic acid; 
5-cvano-2-(f(6~[(methoxvcarbonvl)(rnethvl)amino1-5-{4- 

[(methoxvcarbonvl)(methvl)amino1phenyl)-1 ,2-benzisoxazol-3- 

vDcarbonvnaminojbenzoic acid; 
5-cvano-2-r((5-(4-[(methoxvcarbonvl)aminolphenvll--6-- 

f(methoxvcarbonvl)(methvl)amino]-1 ,2-benzisoxazol-3- 

yl)carbonvl)amino1benzoic acid; 
5-cvano-2-([(6~r(methoxvcarbonvl)(rnethvl)aminol--542-methoxv-5- 

f(methoxvcarbonvl)amino1phenyl>-1 ,2-benzisoxazot-3- 

vDcarbonyllaminolbenzoic acid; 
5-cvano-2-(r(64(methoxvcarbonvl)(methvl)aminoV5--(2-methoxv-5- 

[(methoxvcarbonvl)(methvl)aminolphenylV1 ,2-benzisoxazol-3- 

yl)carbonvl1amino)benzoic acid; 
5-cvano-2-r((64(methoxycarbonyl)(me^^ 

3-vl)carbonyl)amino1benzoic acid; 

5-cvano-2-r((6-[(methoxvcarbonyl)(methvl)amino1-5-pvridin-4-vl-1 ,2-benzisoxazol- 

3-vl)carbonyl)aminolbenzoic acid; 
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5-cvano-2-f((6-f(methoxvcarbonvl)(methyl)amino1-5~pyridazin-4-vl-1 ,2- 

benzisoxazol-3-vl}carbonvl)amino1benzoic acid; 
2-f((5-r2-(acetylamino)phenvn^^ 

5-cvanobenzoic acid; 
5<:yano-24((6-methoxy-542-(t^ 

yllcarbonvDaminolbenzoic acid; 
24((5-r4-(acetvlamino)-2-(trifl^ 

vl)carbonv0amino1-5-cyanobenzoic acid; 
24({5-[4-facetvl(methyl)amin^^ ,2- 

benzisoxazol-3"Vl}carbonvl)amino1-5-cyanobenzoic acid ; 
5-cvano-2-(([6-methoxv-5-(2-methvlphenvl)-1 ,2-benzisoxazol-3- 

vncarbonvl)amino)benzoic acid; 
2-f((5-f4-(acetvlamino)-2-methvlphenvn-6-methoxv-1 ,2-benzisoxazol-3- 

yl}carbonvl)amino1--5-cvanobenzoic acid; 
24f(544-racetvl(methvl)amino1-2-methvlphenvlV6-methoxy-1 ,2-benzisoxazol-3- 

yl)carbonvnamino>-5~cvanobenzoic acid; 
5-cvano-2-{f(6-methoxv-5-(4-f(methoxvcarbonvl)(methyl)amino1-2-methvlph 

1 t 2-benzisoxazol-3-vl)carbonyl1amino}benzoic acid; 
5-cyano-2-{r(6-methoxy-5-{4-[(^ ,2- 

benzisoxazol-3-vl)carbonvl1amino)benzoic acid; 
5-cvano-2-({f6~methoxv-5-(2-methoxyphenvl)-1 ,2-benzisoxazol-3- 

vncarbonyl)amino)benzoic acid; 
5-cvano-2-{r(6-methoxv-544-f(methoxvcarbonvl)(methyl)amino1phenvl^^ 

benzisoxazol-3-vl)carbonyllamino)benzoic acid; 
5-cvano-2-(f(6-methoxv-5444(meth^ 

3-vl)carbonyl1amino)benzoic acid; 
2-f({5-[5-(acetvlamino)-2-methoxvphenyl1-6-methoxv-1 ,2-benzisoxazol-3- 

yl)carbonvl)aminol-5-cvanobenzoic acid; 
5-cyano-2-(r(6-methoxv-5-f2-methoxy^^ ,2- 

benzisoxazol-3-vl)carbonyllamino)benzoic acid; 
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5"Cyano-2-(f(6-methoxv-5-(2-methoxv-5- 

[(methoxvcarbonyl)(methvl)amino1phenvl)-1 ,2-benzisoxazol-3- 

vl)carbonvnamino)benzoic acid; 
5-cvano-2-([(6-methoxv-5-pyridin-2-vl-1 ,2-benzisoxazol-3- 

yl)carbonyl1amino)benzoic acid; 
5-cvano-2'{r(6-methoxv-5'Pvridin-3-vl-1 ,2-benzisoxazol-3- 

vl)carbonyl1amino)benzoic acid; 
5-cvano-2-(r(6-methoxv-5-pvridin-4-vl-1 ,2-benzisoxazol-3- 

vDcarbonyllaminojbenzoic acidf 
5-cyano-2-{r(6-methoxv-5-pyrazin-2-vl-1 ,2-benzisoxazol-3- 

vl)carbonvnamino)benzoic acid; 
5H3vano-2-{f(6-methoxv-5-pyridazin-3-vl-1 ,2-benzisoxazol-3- 

yl)carbonvl1amino)benzoic acid; 
5-cyano-2-(f(6-methoxv-5-pyridazin-4-vl-1 ,2-benzisoxazol-3- 

yl)carbonyl1amino}benzoic acid; 
2-f((544-(acetylamino)-2-(trifl^ 

vl|carbonyl)amino1-5-cvanobenzoic acid; 
2-{r(5-{54acetyl(methyl)amino1-2^^ 

vl)carbonvHamino)-5-cyanobenzoic acid; 
24((544-(acetvlamino)-2-(trifluorom 

yl)carbonvl)aminol-5-cvanobenzoic acid; 
24({544-(acetvlamino)-2-(trifluorornethvl)phenyl1-6-isopropoxv-1 ,2-benzisoxazol- 

3-vl)carbonyl)amino]-5-cvanobenzoic acid; 
2-((f5-r2-(acetylamino)phenvll-6-(aminocarbonyl)-1 ,2-benzisoxazol-3- 

vncarbonvl)amino)-5-cyanobenzoic acid; 
24(f6-(aminocarbonyl)-5-[2-(triflu^^ 

vl)carbonv0amino1-5-cyanobenzoic acid; 
2-(([544-(acetvlamino)-2-(trifluorom ,2- 

benzisoxazol'3-vncarbonvl)amino)-5-cvanobenzoic acid; 
2-({r5-r4-racetvl(methyl)am 

benzisoxazol-3-vncarbonyl)amino)-5-cvanobenzoic acid; 
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24(f6-(aminocarbonvl)-544-f(m 

1 ^-benzisoxazol-S-vllcarbonvDaminol-S-cyanobenzoic acid; 
2-({[5-f4-(acetvlamino)-2-methylphenyl1-6-(aminocarbonv 

vncarbonvl)amino)-5-cyanobenzoic acid; 
2-f((5~f2-(acetvlamino)phenvl1-64(methvlamino)carbonvl1-1 ,2-benzisoxazol-3- 

vl)carbonyl)amino1-5-cvanobenzoic acid; 
5-cyano-24({64(methylamino)carbo^ 

benzisoxazol-3-vl)carbonvl)amino1benzoic acid; 
24((544-(acetylamino)-2-(trifluoro ,2- 

benzisoxazol-3-vl)carbonvl)amino1-5-cyanobenzoic acid; 
2-r((544-facetvl(methvl)amino1-2-(trifluoromethvl)phenvl1^ 

r(methvlamino)carbonvl1-1 1 2-benzisoxazol-3-vl)carbonvl)aminoV5- 

cyanobenzoic acid; 
5-cvano-24({544-[(methoxvcarbonvl)amino1-2-(trifluorometh 

[(methylamino)carbonvlV1 l 2-benzisoxazol-3-yl}carbonvl)amino1benzoic 

acid; 

5-cyano-2-r({64(dimethyla 

benzisoxazol-3-vl)carbonyl)amino1benzoic acid; 
24((544-(acetvlamino)-2-(trifluoromethvl)phenvl1~64(dimethvlamin ,2- 

benzisoxazol-3~vl)carbonyl)amino1-5-cvanobenzoic acid; 
5-cvano-24((64(ethylamino)carbo^ ,2- 

benzisoxazol-3-vl}carbonvl)amino1benzoic acid; 
2-f((5-[4-(acetvlamino)-2-(trifluoromethyl)phenvl1-64(eth 

benzisoxazol-3-vl)carbonvl)amino1-5-cvanobenzoic acid; 
24((5-r4-racetvl(methyl)am 

f(ethvlamino)carbonvl1-1 ,2-benzisoxazol-3-vl)carbonyl)amino1-5- 

cyanobenzoic acid; 
2-r((5-r4-(acetvlamino)-2-m^ 

benzisoxazol-3-vl>carbonvl)amino1-5-cvanobenzQic acid; 
5-cvano-24((6-(rethyl(methvD^ 

benzisoxazol-3-vl)carbonyl)aminolbenzoic acid; 
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2-{r(5-[4~[acetyl(methvl)aminol-2-(trifluoromethvl)phenviy6- 

(fethyl(methvl)amino1carbonyl)-1 ^-benzisoxazol-S-vDcarbonyllaminol-S- 
cyanobenzoic acid; 

24fl"6-(aminosulfonyl)-1,2-benzisoxazol^ 
acid; 

2-(([6-(aminosulfonvl)-5-phenyl-1 ,2-benzisoxazol-3-yl1carbonvl)amino)-5- 
cyanobenzoic acid; 

2-({[6-(aminosulfonvl)-5-(2-methvlphenvl)-1 ^-benzisoxazol-S-vllcarbonvDamino)- 

5-cyanobenzoic acid; 
2-(([6-(aminosulfonvl)-5-(2-methoxyphenvl)~1 < 2-benzisoxazol-3- 

vl1carbonvl}amino)-5-cyanobenzoic acid; 
2'((r6-(aminosulfonvl)-5-pyridin-3-vl-1 ,2-benzisoxazol-3-vl1carbonyl)amino)-5- 

cyanobenzoic acid; 

2-({[6-(aminosulfonvl)-5-pyridin-4-vl-1 ,2-benzisoxazol-3-vl1carbonyl)amino)-5- 

cyanobenzoic acid; 
5-cvano-2-[((6-r(methvlamino)sulfonyll-1 ,2-benzisoxazol-3- 

vDcarbonvDaminolbenzoic acid; 
5-cvano-2-[({6-r(dimethvlamino)sulfonvl1-1 ,2-benzisoxazol-3- 

vDcarbonvDaminolbenzoic acid; 
5-cvano-2-r((6-r(ethvlamino)sulfonvlM ,2-benzisoxazol-3- 

vDcarbonyDaminolbenzoic acid; 
5-cyanO"2-r((6-r(diethvlamino)sulfonyl1-1 ,2-benzisoxazol-3- 

vDcarbonyDaminolbenzoic acid; 
5-cvano-2-([(6-{[ethvl(methyl)amino1sulfonvl)-1 ,2-benzisoxazol-3- 

vQcarbonyllaminolbenzoic acid; 
2-U(6-(rbis(2-hvdroxvethyl)amino1sulfo^ 

5-cvanobenzoic acid; 
2-(([5-(aminosulfonyl)-1 ,2-benzisoxazol-3-vncarbonyl)amino)-5-cvanobenzoic 

acid; 

5-cvano-2-r((5-r(ethvlamino)sulfonyl1-1 1 2-benzisoxazol-3- 
yl)carbonvl)amino]benzoic acid; 
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5-cvano-2-([(5-{[ethvl(methvl)amino1sulfonyl>-1 ,2-benzisoxazol-3- 

yl)carbonyl1amino)benzoic acid; 
2-((f5-(acetylamino)-6-phenyl^ 

cvanobenzoic acid; 

2-r({5-facetvl(methvl)amino1-6-phenvl-1 t 2-benzisoxazol-3-vl)carbonyl)aminol-5- 

cvanobenzoic acid; 
5-cyano-2-r((5-Kmethoxycarbonyl)amm^^ 

yl)carbonyl)amino1benzoic acid; 
2-((r5-(aminosulfonvl)-6-phenyl-1 ,2-benzisoxazol-3-vllcarbonyl)amino)-5- 

cvanobenzoic acid; 
5-cvano>2-r((5"f(methvlamino)sulfonvn~6-phenvl-1 ,2-benzisoxazol-3- 

vllcarbonvOaminolbenzoic acid; 
5-cyano-2-r((5-r(ethvlamino)sulfonvl1-6-phenyl-1 ^-benzisoxazol-S- 

vDcarbonvDaminolbenzoic acid; 
2-f((6~f2-(acetvlamino)phenvl1-5-cvano-1,2-benzisoxazol-3'Vl)carbonvl)amino1-5- 

cvanobenzoic acid; 
2-({[642-(acetvlamino)phenvl1-5-(trifluoromethyl)-1,2-benzisoxazol~3- 

vncarbonvl)amino)"5-cyanobenzoic acid; 
24((5-acetvl-6-[2-(acetylamino)phenvN-1 ,2-benzisoxazol-3-vl)carbonyl)amino1-5- 

cvanobenzoic acid; 
2-f((5-(acetvlamino)-6-r2-(acetvlamino)phenvn-1 ,2-benzisoxazol-3- 

yl)carbonvl)amino1-5-cvanobenzoic acid; 
2-({r6-[2-(acetvlamino)phenvl1-5-(propionylamino)-1 ,2-benzisoxazol-3- 

vl1carbonvl)amino)-5-cvanobenzoic acid; 
2-((f6-r2-(acetvlamino)phenvll-5-(butvrylamino)"1 ,2-benzisoxazol-3- 

vl1carbonvl)amino)-5-cvanobenzoic acid; 
2-[({642-(acetvlamino)phenvl1-5-racetvl(methyl)amino1-1 ,2-benzisoxazol-3- 

yl)carbonvl)aminol-5-cvanobenzoic acid; 
2"[({6-f2~(acetvlamino)phenvll-5-fmethvl(propionvl)amino1~1 ,2-benzisoxazol-3- 

vl}carbonvl)amino1-5-cvanobenzoic acid; 
2-r((6-[2-(acetvlamino)phenyl1--5-[(methoxvcarbonvl)amino1-1 1 2-benzisoxazol-3- 

yl)carbonvl)amino1-5-cvanobenzoic acid; 
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24((642-(acetylamino)phenyll-5-meth^ 

5-cvanobenzoic acid: 
2-((f6-f2-(acetvlamino)phenvn-5--(aminocarbonvl)-1 ,2-benzisoxazol-3- 

vllcarbonyl)amino)'5-cvanobenzoic acid; 
24({6-r2-(acetvlamino)phenvl1-54(methvlamino)carbonvn-1 ,2-benzisoxazol-3- 

vl)carbonvl)amino1-5-cvanobenzoic acid; 
2-({f6-f2-(acetylamino)phenvl1-5-(aminosulfonvl)-1,2--benzisQxazol-3- 

vl1carbonyl)amino)-5-cvanobenzoic acid; 
2-[((642~(acetvlamino)phenvl1-5-f(rnethvlamino)sulfonvl1-1 ,2-benzisoxazol-3- 

vl)carbonyl)aminoV5-cvanobenzoic acid; 
2-[({5-acetyl-6-|'3-(acetvlamino)phenvl1-1 ,2-benzisoxazol-3-vl>carbonyl)amino1-5- 

cyanobenzoic acid; 
24({5-(acetylamino)-6-r3-(acetvlamino)phenyl1-1 ,2-benzisoxazol-3- 

vl}carbonvl)amino1-5-cyanobenzoic acid; 
2-((r643-(acetvlamino)phenvl1-5-(propionylaminoV1 ,2-benzisoxazol-3- 

vncarbonvl}amino)-5-cvanobenzoic acid; 
2-({f643-(acetylamino)phenyll--5'-(aminosulfonvl)--1 ,2-benzisoxazol-3- 

vl1carbonyl}amino)-5-cvanobenzoic acid; 
2-r((643-(acetylamino)phenyl^ 

vl)carbonvl)amino1-5-cyanobenzoic acid; 
2-({[644~(acetylamino)phenvl1-5~(trifluorornethvl)-1 ,2-benzisoxazol-3- 

vl1carbonyl)amino)-5-cvanobenzoic acid; 
2-[({5-acetyl-6-[4-(acetvlamino)phenvn-1 ,2-benzisoxazol-3-vl|carbonyl)amino1-5- 

cyanobenzoic acid; 
2-[({5~(acetvlamino)-644-(acetvlamino)phenvl1-1,2-benzisoxazol-3- 

yl)carbonvl)amino1-5-cvanobenzoic acid; 
2"((r6-[4-(acetvlamino)phenvn"5-(propionvlamino)-1 ,2-benzisoxazol-3- 

vncarbonvl}amino)-5-cvanobenzoic acid; 
2-r((644-(acetylamino)phenvl1-54acetyl^^ 

yl)carbonvl)aminol-5-cvanobenzoic acid: 

2-[((644-(acetvlamino)phenvl1-5-r(methoxvcarbonyl)aminoV1 ,2-benzisoxazol-3- 

yl)carbonvl)amino1-5-cvanobenzoic acid; 
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24({644-(acetylamino)phenyl1-5-me 

5-cvanobenzoic acid; 
2-(([644-(acetvlamino)phenvn-5-(aminosulfonyl)-1 ,2-benzisoxazol-3- 

vncarbonvl)amino)-5-cvanobenzoic acid; 
2-[((6-f4-(acetylamino)phenvlV54(methylamino)sulfonvl1-1 ,2-benzisoxazol-3- 

vl)carbonvl)amino1-5-cvanobenzoic acid ; 
5-cvano-2-r(f5-cvano-6-[2-(trifluoromethvl)phenvl1-1 ,2-benzisoxazol-3- 

yl)carbonyl)amino1benzoic acid; 
5-cvanO'2~[((5"(trifluoromethvl)-642-(trifluoromethvl)phenvl1-^ ,2-benzisoxazol-3- 

vDcarbonvQaminolbenzoic acid; 
2-[((5-acetvl-6-r2'(trifluoromethvl)phenvn-1 ,2-benzisoxazol-3-vl)carbonyl)amino1- 

5-cvanobenzoic acid; 
24((5-(acetvlamino)-6-r2-(trifluoromethvl)phenyl1~1 ,2-benzisoxazol-3- 

vl)carbonyl)amino1-5-cvanobenzoic acid; 
5'Cvano-2-[((5-(propionvlamino)-6-f2-(trifluoromethvl)phenylV1 ,2-benzisoxazol-3- 

vl)carbonyl)amino1benzoic acid; 
2-[({5-(butvrvlamino)-642-(trifluoromethyl)phenvn-1 ,2-benzisoxazol-3- 

vl)carbonvl)amino1-5-cyanobenzoic acid; 
2-r((54acetvl(methvl)aminoV6"[2-(trifluoromethyl)phenvl1-1 ,2-benzisoxazol-3- 

vl)carbonyl)amino1-5-cvanobenzoic acid; 
5-cyano-2-r({5-rmethvl(propionyl)am ,2- 

benzisoxazol-3-yl)carbonvl)amino1benzoic acid; 
2-[({54butyi^l(methyl)amm^ ,2-benzisoxazol-3- 

vl)carbonvl)arninol-5-cyanobenzoic acid; 
5-cyano-24((5-f(methoxycarbo ,2- 

benzisoxazol-3-vl)carbonvl)amino1benzoic acid; 
5-cyano-2-r((5-r(methoxvcarbonyl)(m^ 

1 ,2-benzisoxazol-3-vl)carbonvl)amino1benzoic acid; 
5-cvano-2~r((5-methoxv-6-[2~(trifluoromethvl)phenvl1-1 ^-benzisoxazol-S- 

vDcarbonvDaminolbenzoic acid; 
24((5-(aminocarbonvl)-642-(trifluoromethvl)phenvll"1,2-benzisoxazol-3- 

vl)carbonvl)aminol-5-cvanobenzoic acid; 
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5-cvano-2-r((54(methvlamino)carbonyl1-642-(trifluorom 2- 

benzisoxazol-3-vl)carbonyl)amino1benzoic acid; 
5-cvano-2-r({5-r(dimethvte ,2- 

benzisoxazol-3-vl)carbonyl)amino1benzoic acid; 
5-cyano-24((54(ethvlamino)cato^ ,2- 

benzisoxazol-3-vl)carbonvl)amino1benzoic acid; 
24((644-(acetylamino)-2-(trifluo^ 

yl)carbonvl)amino1~5"Cvanobenzoic acid; 
2"[((5-acetvl-6-r4-(acetvlamino)-2~(trifluoromethvl)phenvN-1 ^-benzisoxazol-S- 

vl)carbonvl)amino1-5-cyanobenzoic acid; 
24((644~(acetvlamino)-2-(trifluoromethvl)phenvl1-5--propionvl-1 ,2-benzisoxazol-3- 

vl)carbonyl)amino1-5-cvanobenzoic acid; 
2-(f[644-(acetvlamino)-2-(trifluoromethvl)phenvl1-5-(propionylamin 

benzisoxazol-3-vncarbonvl)amino)-5-cvanobenzoic acid; 
2-(l[644-(acetylamino)-2-(trifluoro ,2- 

benzi$oxazol~3-vncarbonyl)amino)-5-cvanobenzoic acid; 
2-({[6-[4-(acetvlamino)-2-(trifluoromethyl)phenvl1-5-(pentan 

benzisoxazol-3-vl1carbonvl>amino)-5-cvanobenzoic acid; 
24((644-(acetylamino)-2-(trifluoro 

benzisoxazol-3-vl>carbonvl)amino1-5-cyanobenzoic acid; 
24((6-[4-(acetvlaminoV2-(trifluoromethvl)phenvl1-54m 2- 

benzi$oxazol-3-vl)carbonvl)amino1-5-cvanobenzoic acid; 
24(f644-(acetylamino)-2-(trifluo^ 2- 

benzisoxazol-3-vl)carbonvl)amino1-5-cvanobenzoic acid; 
24((6-[4-(acetvlamino)-2-(trifluo^ ,2- 

benzisoxazol-3-vl)carbonvl)amino1-5-cvanobenzoic acid; 
2-f({6>r4-(acetvlamino)-2-(trifluoromethyl)phenvl1-5- 

[(methoxvcarbonvl)(methvl)aminoV1 < 2-benzisoxazol-3-vl)carbonyl)aminol- 

5-cyanobenzoic acid; 
24((6-f4-(acetvlamino)-2-(trifl^ ,2-benzisoxazol-3- 

vl)carbonvl)amino1-5-cyanobenzoic acid; 



45 



Patent Application 
Attorney Docket No.PC27684 
Pharmacia No. 01308.US1 

24({644-(acetvlamino)-2-(trifluoromethvl)phenvl1-5-methvl^ 

vl)carbonyl)amino1-5-cvanobenzoic acid; 
24((644-(acetylamino)-2-(trifluorome^^ 

vl)carbonvl)amino1-5~cvanobenzoic acid; 
2-((r644-(acetylamino)-2-(trifluo^ 

3-vllcarbonvl)amino)-5-cvanobenzoic acid; 
2-((f6-f4-(acetvlamino)-2-(trifl^ 

benzisoxazol-3-vl1carbonvl)amino)-5-cyanobenzoic acid; 
24({644-(acetvlamino)-2-(trifluoro 

benzisQxazol~3-vl)carbonvl)aminol-5-cvanobenzoic acid; 
24((644-(acetylamino)-2-(trifluoro^ 

benzisoxazol-3-vl>carbonyl)amino1-5-cvanobenzoic acid; 
2-[({644-(acetylamino)-2-(trifluoro ,2- 

benzisoxazol-3-vl)carbonvl)amino1-5-cyanobenzoic acid; 
24((5~acetyl-644-racetvl(methvl)aminol-2-(trifluoromethyl)phen ,2- 

benzisoxazol-3-vl)carbonyl)amino1-5-cvanobenzoic acid; 
24((6444acetyl(methyl)aminol-2-^ ,2- 

benzi$oxazol-3"Vl}carbonvl)aminol-5-cvanobenzoic acid; 
24((5-(acetvlamino)-644-racetvl(methvl)amino1-2-(trifluorom ,2- 

benzisoxazol~3-vl)carbonvl)aminoV5-cvanobenzoic acid; 
2-({f644-facetvl(methyl)am 

benzisoxazol~3-vllcarbonyl>aminoV5-cvanobenzoic acid; 
2-((r6-[4"facetvl(methvl)amino1-2-(trifluoromethvl)phenv^ ,2- 

benzisoxazol-3~vl1carbonvl)amino)-5-cvanobenzoic acid; 
24(f54acetvl(methvl)amino]-6-^ 

1 ,2-benzisoxazol-3-vl)carbonvl)amino1-5-cyanobenzoic acid; 
24((6444acetvl(methyl)amino1-2-^^^ 

[methvKpropionvnaminol-l^-benzisoxazol-S-vllcarbonvnaminol-S- 

cyanobenzoic acid; 
24({644~racetvl(methvl)amino1-2-(trifluoromethvl)phenyl1-5- 

r(methoxvcarbonyl)aminol-1 ,243enzisoxazol-3-vl)carbonvl)aminol-5- 

cyanobenzoic acid; 
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2-f((6-[4-facetvl(methvl)a 

f(methoxvcarbonvl)(methvl)aminoH ,2-benzisoxazol-3-vl)carbonyl)amino1- 

5-cvanobenzoic acid; 
2-f((6-r4-racetvl(methvl)amino1-2-(trifluoromethyl)phen 

benzisoxazol-3-vl}carbonvl)amino1-5-cvanobenzoic acid; 
2-(ff6-f4-racetvl(methvl)am 

benzisoxazol-3-vncarbonyl)amino)-5-cvanobenzoic acid; 
2-r((6~r4-facetvl(methvl)amino1-2-(trifluoromethyl)phenvn^ 

f(methylamino)carbonvll-1 ^-benzisoxazol-S-vltoarbonvOaminol-S- 

cvanobenzoic acid; 
2-([(6-f4-[acetyl(methvl)amino1-2-(trifluoromethyl)phen 

{rethyl(methyl)aminolcarbonvl}-^ 

cvanobenzoic acid; 
2-[((5~(acetvlamino)-6-r44(methoxvcarbonyl)(methvl)amino1-2- 

(trifluoromethyDphenyll-l ,2-benzisoxazol-3-vl}carbonyl)amino1-5- 

cyanobenzoic acid; 
2M"((54acetvl(methyl)aminol-6-^ 

(trifluoromethyl)phenvll-l ,2-benzisoxazol-3-vl)carbonyl)aminol-5- 

cvanobenzoic acid; 
5-cyano-24((5-r(methoxvcarbonyl)ami 

2-(trifluoromethvl)phenyll-1 ,2-benzisoxazol-3-yl)carbonyl)amino1benzoic 

acid; 

5-cvano-24((5-cvano-644-r(methoxvcarbonvl)amino1-2-(trifluoromethyl)ph 

1 ,2-benzisoxazol-3-vl)carbonvl)anriino1benzoic acid; 
2-f((5-acetvl-6-r44(methoxycarbon ,2- 

benzisoxazol-3-vl)carbonyl)amino1-5-cvanobenzoic acid; 
24((5-(acetvlamino)-6-r4-r(methoxvcarbonvl)amino1-2-(trifluorom 

benzisoxazol-3-vl)carbonyl)amino1-5-cvanobenzoic acid; 
5-cvano-2-((f6444(methoxvcarbonyl)amino^ 

(propionvlamino)-l ,2-benzisoxazol-3-vl1carbonvl}amino)benzoic acid; 

2-r((5-(butyrylamino)-6-f4-f(me^^ 

1 ,2-benzisoxazol~3"Vl>carbonvl)amino1-5-cvanobenzoic acid; 
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24((54acetvl(methvl)amino1-644-r(methoxvcarbonvl)amino1--2- 

(trifluoromethvnphenvll-l^-benzisoxazol-S-vllcarbonvnaminol-S- 

cyanobenzoic acid; 
5-cvano-24((54(methoxvcarbonvl)amino1-6-[4-[(methoxycarbonvl)am 

(trifluoromethyl)phenvlM ,2-benzisoxazol-3-vl)carbonyl)aminolbenzoic 

acid; 

5-cvano-2-r((6-f4-r(methoxvcarbonvl)amino1-2-(trifluoromethyl)phenvll-5- 

r(methoxvcarbonvl)(methyl)amino1-1 ,2-benzisoxazol-3- 

vDcarbonvDarninolbenzoic acid; 
5-cvano-2-r((5-methoxy-6444(m 

1 ,2-benzisoxazol-3-vl)carbonyl)amino1benzoic acid; 
24({5-(aminocarbonvl)-6444(methoxy^ 

1 ,2-benzisQxazol-3-vl)carbonvl)amino1-5-cvanobenzoic acid; 
5-cvano-2-f((6444(methoxvcarbonvl)am 

r(methylamino)carbonyll-1 t 2-benzi$oxazol-3-yl|carbonyl)amino'|benzoic 

acid; 

2-({[5-(acetylamino)-6-(2-methvlphenyl)-1 ,2-benzisoxazol-3-vl1carbonvl)amino)-5- 

cyanobenzoic acid; 
5-cvano~2'((r6"(2-methvlphenvl)-5-(propionvlamino)-1 ,2-benzisoxazol-3- 

vncarbonyl)amino)benzoic acid; 
2-({f5-[acetvl(methyl)amino1-6-(2-methvlphenvlV1 ,2-benzisoxazol-3- 

vncarbonyl)amino)-5-cvanobenzoic acid; 
5-cvano-2-((r5-r(methox 

vncarbonvl)amino)benzoic acid; 
2-({f5-(aminosulfonyl)-6-(2-me^ 

5-cvanobenzoic acid; 
5-cvano-2-((r5-r(methylamino)sulfonyn-6~(2-methvlphenvl)-1 ^-benzisoxazol-S- 

vncarbonvl}amino)benzoic acid; 
5'Cvano-2~((r5--r(ethvlamino)sulfonvll-6-(2-methvlphenvlV1 ,2-benzisoxazol-3- 

yl1carbonvl)amino)benzoic acid; 

2-({f6-f4-(acetylamino)-2-methylphe^ 

vncarbonvllamino)-5"Cyanobenzoic acid; 
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2-r((5-acetyl-6-f4-(acetvlam 

yl)carbonvl)aminol-5-cvanobenzoic acid; 
2-f((5-(acetylamino)-644-(acefy 

vl)carbonyl)amino1-5-cvanobenzoic acid; 
2-({f6-[4-(acetylamino)-2-methvto^ 

vncarbonvDaminoVS-cvanobenzoic acid; 
24((6-f4-(acetvlamino)-2-mefo ,2- 

benzisoxazol-3"Vl>carbonvl)amino1-5'Cvanobenzoic acid; 
24((6-[4-(acetvlamino)-2-meto^ ,2- 

benzisoxazol-3-vl)carbonvl)aminol-5-cvanobenzoic acid; 
2-f({6-f4-(acetylamino)-2-methylphe^ ,2- 

benzisoxazol-3-yl>carbonvl)aminol-5-cvanobenzoic acid; 
2-f((6-f4-(acetylamino)-2-methvlphenvl1-5~ethoxv-1 ,2-benzisoxazol-3- 

vl)carbonvl)amino]-5-cvanobenzoic acid; 
2-({[6-[4-(acetvlamino)-2>methvlphenvlV5-(aminocarbonvl)-1 ,2-benzisoxazol-3- 

vllcarbonvljaminoVS-cvanobenzoic acid; 
24(f6-[4-(acetylamino)-2-me^ 

benzisoxazol-3-yl)carbonvl)aminol-5-cvanobenzoic acid; 
24({6-f4-(acetvlamino)-2-methvlphenyl1-5"[(ethvlamino)carbonvl1-1 ,2- 

benzi$oxazol-3-vl)carbonyl)amino1-5-cvanobenzoic acid; 
2-(([644-(acetvlamino)-2-methvlphenvl1-5-(aminosulfonvl)--1 ^-benzisoxazol-S- 

vl1carbonvl)amino)-5-cyanobenzoic acid; 
2-{r(5-(acetvlaminoV6444acetvl(methyl)amino1-2-methvlphenvlV ,2- 

benzisoxazol-3-vl)carbonyl1amino)-5-cvanobenzoic acid; 
2-({f6-{4-facetyl(methyl)amino^ ,2- 

benzisoxazol-3-vllcarbonyl)amino)-5-cvanobenzoic acid; 
2-([(54acetvl(methvl)aminol-64^ 

benzisoxazol-3-vl)carbonvnamino)-5-cvanobenzoic acid; 
2-([(5-(acetylamino)-6-(44(methoxycafo^ ,2- 

benzisoxazol-3'Vl)carbonvnamino)-5"Cvanobenzoic acid; 

5-cvano-24r(5-r(methoxvcarbonvl)amino1-644-[(methoxvcarbQnvl)amino1-2- 

methvlphenvl)-1 ,2"benzisoxazol-3-vl)carbonvl1amino)benzoic acid; 
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5-cyano-2-(r(5-methoxy-6-{4-f(m ,2- 

benzisoxazol-3-vl)carbonyl1amino)benzoic acid; 
2-((r5-(acetvlamino)-6'(2-methoxyphenvlV1 ,2-benzisoxazol-3-vl1carbonyl)amino)- 

5-cvanobenzoic acid; 
5-cvano-2-({r6"(2-methoxvphenvl)-5~(propionylamino)-1 ,2-benzisoxazol-3- 

yl1carbonyl)amino)benzoic acid: 
2-({[5-facetvl(methvl)aminoV6-(2-methoxyphenvl)-1 1 2-benzisoxazol-3- 

yllcarbonvl}amino)-5-cvanobenzoic acid; 
2-((f5-(amino$ulfonyl)-6-(2-methoxvphenvl)~1 ^-benzisoxazol-S- 

vllcarbonvl)amino)-5-cyanobenzoic acid; 
5"Cvano-2-r({6-(2-methoxvphenvlV54(methvlamino)sulfonyiyi ,2-benzisoxazol-3- 

yllcarbonvDaminolbenzoic acid; 
5-cyano-2-((r5-f(ethvlamino)sulfo^ 

yl1carbonvl)amino)benzoic acid; 
2-({f6-{4-facetyl(methvl)amtnolphenvlV5-(trifluorometh ,2-benzisoxazol-3- 

vl1carbonyl)amino)-5-cvanobenzoic acid; 
2-{[(5-acetyl"6-(4-[acetvl(methvl)amino1phenylM ,2-benzisoxazol-3- 

vl)carbonvNamino)-5-cyanobenzoic acid; 
2-(f(5'(acetvlamino)-6--{4~racetvl(methvl)amino1phenvlV1 ,2-benzisoxazol-3- 

vl)carbonvl1amino)-5-cyanobenzoic acid; 
24f(6-{4-[acetvl(methyl)amino1phenvl>-5-methoxv~1 1 2~benzisoxazol~3- 

vl)carbony[laminoV5-cvanobenzoic acid; 
2-{[(5-(acetvlamino)-6-(4-f(methoxycarbonvl)amino1phenvlV1,2-ben 

vl)carbonyl1amino)-5-cvanobenzoic acid; 
2-{[(5~(aminosulfonvl)"6444(methoxvcarbonvl)amino1phenvl)-1 ,2-benzisoxazol-3- 

yl)carbonvl1aminoV5-cvanobenzoic acid; 
24((5-(acetylamino)-6-r5-(aceM 

yl)carbonvl)amino1-5-cvanobenzoic acid; 
24((645'(acetvlamino)-2-methoxvphenvl1-54(methoxvcarbonyl)aminoV1 ,2- 

benzisoxazol-3-vl}carbonvl)amino1-5-cvanobenzoic acid; 

2"[((6-[5-(acetvlarnino)-2-methoxvphenvl1-5-methvl-1 ,2-benzisoxazol-3- 

vl)carbonvl)amino1-5-cvanobenzoic acid; 
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2-({[6-{5-[acetvl(methyl)aminol-2-methoxvphenvlV5-(trifluoromethvl)-1 ,2- 
benzisoxazol-3-vl1carbonvl)amino)-5-cvanobenzoic acid; 

2-{f(5-(acetvlaminoV6-(2-methoxV'5-[(methoxvcarbonvl)amino1p ,2- 
benzisoxazol-3-vl)carbonvl1amino)-5-cyanobenzoic acid; 

2-({f5-(acetylamino)-6-pyridin-2-vH ^-benzisoxazol-S-yllcarbonvDamino)^- 
cvanobenzoic acid; 

2-({f5-(aminosulfonyl)-6-pvridin-3-vl-1 ,2-benzisoxazol-3-vncarbonyl}amino)-5- 

cyanobenzoic acid; 
5-cvanO'24({5-[(methvlamino)sulfonvl1-6-pyridin~3-vl-1 ,2-benzisoxazol-3- 

yllcarbonvDaminolbenzoic acid; 
5"CvanO"2-[({5-[(ethvlamino)sulfonvl1--6"Pvridin-3-vl-1 ,2-benzisoxazol-3- 

vDcarbonvDaminolbenzoic acid; 
2-((f5-(acetvlamino)-6-pvridin-4^^ 

cvanobenzoic acid; 

2-({r5-(aminosulfonvl)-6-pvridin-4-vl"1,2--benzisoxazol-3-vl1carbonvl>amino)-5- 

cvanobenzoic acid; 
5-cyano-2-[((54(nriethvlamino)sulfonvl1-6-pvridin-4-vl-1 ,2-benzisoxazol-3- 

vDcarbonvDaminolbenzoic acid; 
5-cvano-2-[((54(ethylamino)sulfonvn-6-pvridin-4-vl-1 ,2-benzisoxazol-3- 

vDcarbonvDaminolbenzoic acid; 
2-({f5-(acetvlamino)-6-pvrazin-2-vl-1 ,2-benzisoxazol-3-vl1carbonyl)amino)-5- 

cvanobenzoic acid; 

2-({f5'(acetvlamino)-6-pyridazin'3-vl-1 1 2-benzisoxazol-3-vllcarbonvl)amino)--5- 
cvanobenzoic acid; 

2-({[5-(acetvlamino)'6-pvridazin-4-yl-1 1 2-benzisoxazol-3~vl1carbonvl)amino)-5- 
cvanobenzoic acid; 

2-({[5-(aminosulfonyl)-6-pvridazin-4--vl-1 ,2-benzisoxazol-3-vllcarbonyl)amino)-5- 

cvanobenzoic acid; 
5-cvano~2-[({5-f(methvlamino)sulfonvll-6-pyridazin-4-vl-1 ,2-benzisoxazo[-3- 

vDcarbonvDaminolbenzoic acid; 

5-cyano-2-[(lH-indol-2-ylcarbonyl)amino]benzoic acid; 

5-cyano-2-{[(5-methoxy-lH-indol-2-yl)carbonyl]amino}benzoic acid; 

51 



Patent Application 
Attorney Docket No.PC27684 
Pharmacia No. 01308.US1 

2-({[5-(benzyloxy)-lH-indol-2-yl]carbonyl}amino)-5-cyanobenzoic acid; 

5-cyano-2- { [( 1 -methyl- 1 H-indol-2-yl)carbonyl] amino } benzoic acid; 

2-( { [6-(benzyloxy)- 1 H-indol-2-yl]carbonyl} amino)-5-cyanobenzoic acid; 

2-{ [(7-chloro-lH-indol-2-yl)carbonyl]amino}-5-cyanobenzoic acid; 

5 -cyano-2- { [(4-methoxy- 1 H-indol-2-y l)carbonyl] amino } benzoic acid; 

5 -bromo-2- { [( 1 -methyl- 1 H-indol-2-yl)carbony 1] amino } benzoic acid; 

2-{[(6-chloro-lH-indol-2-yl)carbonyl]amino}-5-cyanobenzoic acid; 

2- { [( 1 -benzyl- 1 H-indol-2-yl)carbonyl] amino } -5 -cyanobenzoic acid; 

5 -cyano-2 - { [( 1 -ethyl- 1 H-indol-2-yl)carbony 1] amino } benzoic acid ; 

5-cyano-2-( { [7-(phenylsulfony 1)- 1 H-indol-2-y 1] carbonyl } amino)benzoic acid; 

2- { [( 1 -allyl- 1 H-indol-2-yl)carbony 1] amino } -5 -cyanobenzoic acid; 

5-cyano-2-({[l-(cyclohexylmethyl)-lH-indol-2-yl]carbonyl}amino)benzoic acid; 

5-cyano-2-( { [ 1 -(2-methoxyethyl)- 1 H-indol-2-yl] carbonyl } amino)benzoic acid; 

5 -cyano-2- { [( 1 -penty 1- 1 H-indol-2-y l)carbony 1] amino } benzoic acid; 

2- { [( 1 -butyl- 1 H-indol-2-yl)carbony 1] amino } -5 -cyanobenzoic acid; 

5 -cyano-2- { [( 1 -propyl- 1 H-indol-2-yl)carbonyl] amino } benzoic acid; 

5 -chloro-2- { [( 1 -propyl- 1 H-indol-2-y l)carbony 1] amino } benzoic acid ; 

2- { [( 1 -butyl- 1 H-indol-2-yl)carbonyl] amino } -5-chlorobenzoic acid; 

5-chloro-2-{[(l-pentyl-lH-indol-2-yl)carbonyl]amino}benzoic acid; 

5 -chloro-2-( { [ 1 -(2-methoxyethyl)- 1 H-indol-2-yl] carbonyl } amino)benzoic acid; 

5 -chloro-2-( { [ 1 -(cyclohexylmethy 1)- 1 H-indol-2-y 1] carbonyl } amino)benzoic acid; 

2- { [( 1 -allyl- 1 H-indol-2-y l)carbony 1] amino } -5-chlorobenzoic acid; 

2- { [( 1 -allyl- 1 H-indol-2-y l)carbonyl] amino } -5 -bromobenzoic acid; 

5 -bromo-2-( { [ 1 -(cyclohexylmethyl)- 1 H-indol-2-y 1] carbonyl } amino)benzoic acid; 

5 -bromo-2-( { [ 1 -(2-methoxyethyl)- 1 H-indol-2-y 1] carbonyl } amino)benzoic acid ; 

5-bromo-2- { [( 1 -pentyl- 1 H-indol-2-yl)carbony 1] amino } benzoic acid; 

5 -bromo-2- { [( 1 -butyl- 1 H-indol-2-yl)carbonyl] amino } benzoic acid; 

5 -bromo-2- { [( 1 -propyl- 1 H-indol-2-y l)carbony 1] amino } benzoic acid; 

2-{[(l -benzyl- lH-indol-2-yl)carbonyl]amino}-5-chlorobenzoic acid; 

2- { [( 1 -benzyl- 1 H-indol-2-y l)carbony 1] amino } -5 -bromobenzoic acid; 

5-bromo-2- { [( 1 -isopropy 1- 1 H-indol-2-yl)carbonyl] amino } benzoic acid; 

5 -cyano-2- { [( 1 -isopropy 1 - 1 H-indol-2-y l)carbony 1] amino } benzoic acid; 
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5-chloro-2- { [(1 -methyl- 1 H-indol-2-yl)carbonyl] amino} benzoic acid; 
5-chloro-2-{[(l-isobutyl-lH-indol-2-yl)carbonyl]amino}benzoic acid; 
5-bromo-2- { [( 1 -isobutyl- 1 H-indol-2-yl)carbony 1] amino } benzoic acid; 
5-cy ano-2- { [( 1 -isobutyl- 1 H-indol-2-y l)carbonyl] amino } benzoic acid; 
5-cyano-2-( { [ 1 -(3-phenylpropyl)- 1 H-indol-2-yl]carbonyl } amino)benzoic acid; 
5-chloro-2-( { [ 1 -(3-phenylpropyl)- 1 H-indol-2-yl]carbonyl } amino)benzoic acid; 
5-bromo-2-({[l-(3-phenylpropyl)-lH-indol-2-yl]carbonyl}amino)benzoic acid; 
5-chloro-2-({[7-(phenylsulfonyl)-lH-indol-2-yl]carbonyl}amino)benzoic acid; 
5-bromo-2-({[7-(phenylsulfonyl)-lH-indol-2-yl]carbonyl}amino)benzoic acid; 
5-cyano-2-( { [ 1 -methyl-7-(phenylsulfonyl)- 1 H-indol-2-yl]carbonyl } amino)benzoic acid; 
5-bromo-2-({[l-methyl-7-(phenylsulfonyl)-lH-indol-2-yl]carbonyl}amino)benzoic acid; 
5-chloro-2-( { [ 1 -methyl-7-(phenylsulfonyl)- 1 H-indol-2-yl] carbonyl } amino)benzoic acid; 
5-cyano-2-[({7-[(phenylacetyl)amino]-lH-indol-2-yl}carbonyl)amino]benzoic acid; 
2-({[7-(benzoylamino)-lH-indol-2-yl]carbonyl}amino)-5-cyanobenzoic acid; 
2- { [(7- { [(acety loxy)acety 1] amino } - 1 H-indol-2-y l)carbony 1] amino } -5 -cy anobenzoic acid; 
5 -cy ano-2 - [( { 7- [(cyclopentylcarbonyl)amino] - 1 H-indol-2-y 1 } carbony l)amino] benzoic 
acid; 

2-{[(7-amino-lH-indol-2-yl)carbonyl]amino}-5-cyanobenzoic acid; 
2- { [(7- { [(6-chloropyridin-3 -y l)carbonyl] amino } - 1 H-indol-2-yl)carbony 1] amino } - 5 - 
cyanobenzoic acid; 

5-cyano-2-[({7-[(isoxazol-5-ylcarbonyl)amino]-lH-indol-2-yl}carbonyl)amino]benzoic 
acid; 

5 -cyano-2- [({ 7- [(2 ,4-difluorobenzoy l)amino] - 1 H-indol-2-yl } carbony l)amino] benzoic 
acid; 

5-cyano-2-[({7-[(fluoroacetyl)amino]-lH-indol-2-yl}carbonyl)amino]benzoic acid; 
2-( { [ 7-(acety lamino)- 1 H-indol-2-yl] carbonyl } amino)-5 -cyanobenzoic acid ; 
2- { [(7- { [(4-chloropheny l)acetyl] amino } - 1 H-indol-2-y l)carbonyl] amino } -5-cyanobenzoic 
acid; 

5 -cyano-2- { [(7- { [(4-methoxyphehy l)acety 1] amino } - 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; 

5-cyano-2- [( { 7- [(cyclopenty lacetyl)amino] - 1 H-indol-2-y 1 } carbony l)amino] benzoic acid ; 

5-cyano-2-[( { 7- [(3-fluorobenzoyl)amino] - 1 H-indol-2-y 1 } carbonyl)amino]benzoic acid; 
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5-cy ano-2-[( { 7- [(cyclohexylcarbony l)amino] - 1 H-indol-2-y 1 } carbony l)amino] benzoic 
acid; 

5-cyano-2-({[7-(propionylamino)-lH-indol-2-yl]carbonyl}amino)benzoic acid; 
5 -cyano-2 - [( { 7- [(5 -methoxy- 5 -oxopentanoy l)amino] - 1 H-indol-2- 

yl} carbony l)amino] benzoic acid; 
2-({[7-(butyrylamino)-lH-indol-2-yl]carbonyl}amino)-5-cyanobenzoic acid; 
2- [( { 7- [(4-bromobenzoy l)amino] - 1 H-indol-2-yl } carbonyl)amino] -5 -cyanobenzoic acid ; 
5 -cyano-2- [( { 7- [(3 -phenylpropanoyl)amino] - 1 H-indol-2-y 1 } carbony l)amino] benzoic 

acid; 

5-cyano-2- [( { 7- [(phenoxyacetyl)amino] - 1 H-indol-2-yl } carbonyl)amino]benzoic acid; 
5 -cyano-2- [( { 7- [(3 -cyclopenty lpropanoyl)amino] - 1 H-indol-2-y 1 } carbonyl)amino] benzoic 
acid; 

5 -cyano-2- [( { 7- [(3 -methoxy-3 -oxopropanoy l)amino] - 1 H-indol-2- 

yl}carbonyl)amino] benzoic acid; 
5 -cyano-2- [( { 7- [(2-ethy lhexanoy l)amino] - 1 H-indol-2-y 1 } carbony l)amino]benzoic acid; 
5-cyano-2-{[(7-{[(3 ? 4-dimethoxyphenyl)acetyl]amino}-lH-indol-2- 

yl)carbonyl]amino} benzoic acid; 
5-cyano-2-[({7-[(3 3 5,5-trimethylhexanoyl)am 

acid; 

5 -cyano-2 - [( { 7- [(cyclopropy lcarbony l)amino] - 1 H-indol-2-yl } carbony l)amino] benzoic 
acid; 

5-cyano-2-[({7-[(methoxyacetyl)amino]-lH-indol-2-yl}carbonyl)amino]benzoic acid; 
5-cyano-2-[({7-[(3-methylbutanoyl)amino]-lH-indol-2-yl}carbonyl)amino]benzoic acid; 
5-cyano-2-( { [7-(pentanoylamino)- 1 H-indol-2-yl] carbonyl} amino)benzoic acid; 
5-cyano-2-{[(7-{[(4JJ-trimethyl-3-oxo-2-oxabicyclo[2.2.1]hept-l-yl)carbonyl]amino}- 

1 H-indol-2-yl)carbony 1] amino } benzoic acid; 
2- { [(7- { [chloro(pheny l)acety 1] amino } - 1 H-indol-2-y l)carbony 1] amino } -5 -cyanobenzoic 

acid; 

2- { [(7- { [(benzyloxy)acetyl] amino } - 1 H-indol-2-yl)carbony 1] amino } -5 -cyanobenzoic acid ; 
5 -cyano-2 - [( { 7- [(3 -ethoxy-3 -oxopropanoyl)amino] - 1 H-indol-2- 
yl} carbony l)amino] benzoic acid; 
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2- [( { 7- [( 1 -adamanty lcarbonyl)amino] - 1 H-indol-2-y 1 } carbony l)amino] -5 -cy anobenzoic 
acid; 

5 -cyano-2-( { [7-(hexanoylamino)- 1 H-indol-2-yl]carbonyl } amino)benzoic acid; 

5 -cyano-2- [( { 7- [(2-pheny lbutanoy l)amino] - 1 H-indol-2-y 1 } carbony l)amino] benzoic acid; 

5 -cyano-2-( { [7-(heptanoy lamino)- 1 H-indol-2-yl] carbonyl } amino)benzoic acid; 

2- { [(7- { [(acety loxy)(pheny l)acety 1] amino } - 1 H-indol-2-yl)carbony 1] amino } -5 - 

cyanobenzoic acid; 
5-cyano-2- { [(7- { [(2-pheny lcyclopropyl)carbonyl] amino } - 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; 
5 -cyano-2- [( { 7- [(thien-2-y lcarbonyl)amino] - 1 H-indol-2-y 1 } carbony l)amino] benzoic acid; 
5 -cyano-2- [( { 7- [(2 -methy lbutanoy l)amino] - 1 H-indol-2-y 1 } carbonyl)amino] benzoic acid; 
5 -cyano-2 - [( { 7- [(8-methoxy-8 -oxooctanoy l)amino] - 1 H-indol-2- 

yl}carbonyl)amino] benzoic acid; 
5-cyano-2-[({7-[(2-ethylbutanoyl)amino]-lH-indol-2-yl}carbonyl)amino]benzoic acid; 
5-cyano-2-({[7-(octanoylamino)-lH-indol-2-yl]carbonyl}amino)benzoic acid; 
5-cyano-2-[({7-[(cyclobutylcarbonyl)amino]-lH-indol-2-yl}carbonyl)amino]benzoic 

acid; 

5-cyano-2-( { [7-( 1 ,3-dioxo- 1 ,3-dihydro-2H-isoindol-2-yl)- 1 H-indol-2- 

yl] carbonyl }amino)benzoic acid; 
2-( { [7-( { [2-(benzylthio)- 1 ,3 -thiazol-4-yl] carbonyl } amino)- 1 H-indol-2- 

y 1] carbonyl } amino)-5 -cyanobenzoic acid ; 
5-cyano-2- { [(7- { [3 -(morpholin-4-y lsulfonyl)benzoyl] amino } - 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; 
5 -cyano-2- [( { 7- [( 1 H-indol-2-ylcarbony l)amino] - 1 H-indol-2-y 1 } carbonyl)amino] benzoic 

acid; 

5-cyano-2- { [(7- { [( 1 -methyl- 1 H-indol-2-yl)carbonyl]amino } - 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; 
5-cyano-2-{[(7-{[(5-phenylisoxazol-3-yl)carbonyl]amino}-lH-indol-2- 

yl)carbonyl] amino} benzoic acid; 
5 -cyano-2- [( { 7- [(5 -pheny Ipentanoy l)amino] - 1 H-indol-2-y 1 } carbony l)amino] benzoic acid; 
5-cyano-2-[({7-[(4-phenylbutanoyl)amino]-lH-indol-2-yl}carbonyl)amino]benzoic acid; 
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5-cyano-2- { [(7- { [4-(4-methoxyphenyl)butanoyl] amino } - 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; 
2- { [(7- { [(2-chloropheny l)acety 1] amino } - 1 H-indol-2-yl)carbony ljamino } -5 -cyanobenzoic 

acid; 

5-cyano-2-{[(7-{[(2 ? 4-dichlorophenyl)acetyl]amino}-lH-indol-2- 

yl)carbonyl] amino} benzoic acid; 
5-cyano-2- { [(7- { [(3 ,4-dichlorophenyl)acetyl] amino } - 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; 
2- { [(7- { [(3 -chloropheny l)acety 1] amino } - 1 H-indol-2-y l)carbony 1] amino } -5 -cyanobenzoic 

acid; 

5 -cyano-2-( { [7-({ [3 -(trifluoromethyl)phenyl] acetyl} amino)- 1 H-indol-2- 

yl]carbonyl}amino)benzoic acid; 
5 -cyano-2- { [(7- { [(3 -methylpheny l)acety 1] amino } - 1 H-indol-2-y l)carbonyl] amino } benzoic 

acid; 

2 - { [(7- { [(4-tert-butylphenyl)acety 1] amino } - 1 H-indol-2-yl)carbonyl] amino } -5 - 

cyanobenzoic acid; 
5 -cyano-2 - { [(7- { [(3 -methoxypheny l)acety 1] amino } - 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; 
5 -cyano-2- { [(7- { [(2-methoxypheny l)acety 1] amino } - 1 H-indol-2- 

yl)carbonyl]amino}benzoic acid; 
5-cyano-2-{[(7-{[(2-methylphenyl)acetyl]amino}-lH-indol-2-yl)carbonyl]amino}benzoic 

acid; 

5 -cyano-2-( { [7-( { [4-(trifluoromethyl)phenyl] acetyl } amino)- 1 H-indol-2- 

yl]carbonyl}amino)benzoic acid; 
5 -cyano-2- { [(7- { [(4-isopropy lphenyl)acetyl] amino } - 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; 
5-cyano-2- { [(7- { [(4-methylphenyl)acetyl] amino } - 1 H-indol-2-yl)carbonyl] amino } benzoic 

acid; 

5-cyano-2- { [(7- { [(4-fluorophenyl)acetyl] amino } - 1 H-indol-2-y l)carbonyl] amino } benzoic 
acid; 

5-cyano-2-({[7-({[2-(trifluoromethyl)phenyl]acetyl}amino)-lH-indol-2- 
yl]carbonyl}amino)benzoic acid; 
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5 -cyano-2- { [(7- { [(3 -fluoropheny l)acety 1] amino } - 1 H-indol-2-y l)carbony 1] amino } benzoic 
acid; 

5 -cyano-2- { [(7- { [(phenyl thio)acety 1] amino } - 1 H-indol-2-y l)carbony 1] amino } benzoic 
acid; 

5-cyano-2-[({7-[(2-naphthylacetyl)amino]-lH-indol-2-yl}carbonyl)amino]benzoic acid; 
5-cyano-2-[({7-[(l-naphthylacetyl)amino]-lH-indol-2-yl}carbonyl)amino]benzoic acid; 
5 -cyano-2- { [(7- { [(2-naphthyloxy)acety 1] amino } - 1 H-indol-2-y l)carbonyl] amino } benzoic 
acid; 

5 -cyano-2 - [( { 7- [(2-propoxybenzoy l)amino] - 1 H-indol-2-y 1 } carbony l)amino] benzoic acid; 
5 -cyano-2 - [( { 7- [(tetrahy drofuran-3 -y lcarbony l)amino] - 1 H-indol-2- 

yl}carbonyl)amino]benzoic acid; 
5 -cyano-2- { [(7- { [( 1 -methy lcyclopropyl)carbony 1] amino } - 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; 
5-cyano-2 - { [(7- { [(4-ethoxyphenyl)acety 1] amino } - 1 H-indol-2-y l)carbony 1] amino } benzoic 

acid; 

2- [( { 7- [( 1 -benzothien-3 -ylacety l)amino] - 1 H-indol-2-y 1 } carbony l)amino] - 5 -cyanobenzoic 
acid; 

2-[( { 7-[(l , 1 '-biphenyl-4-ylcarbonyl)amino] - 1 H-indol-2-yl } carbony l)amino] -5- 
cyanobenzoic acid; 

2- [( { 7- [(4-butoxybenzoy l)amino] - 1 H-indol-2 -y 1 } carbony l)amino] -5 -cyanobenzoic acid; 
5 -cyano-2- { [(7- { [2-(2-phenylethyl)benzoyl] amino } - 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; 
2- [( { 7- [( 1 , 1 '-bipheny 1-2-y lcarbony l)amino] - 1 H-indol-2-y 1 } carbony l)amino] -5 - 

cyanobenzoic acid; 

5-cyano-2-{[(7-{[4-(ethylthio)benzoyl]amino}-lH-indol-2-yl)carbonyl]amino}benzoic 
acid; 

5-cyano-2- { [(7- { [2-(methylsulfonyl)benzoyl]amino} - 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; 
5 -cyano-2- { [(7- { [(2, 6-dichloropheny l)acetyl] amino } - 1 H-indol-2- 

yl)carbonyl]amino}benzoic acid; 
2- [( { 7- [( 1 , 1 -bipheny 1-4-y lacety l)amino] - 1 H-indol-2-y 1 } carbony l)amino] -5-cyanobenzoic 

acid; 
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2- [( { 7- [( 1 ,3 -benzodioxol-5 -ylacety l)amino] - 1 H-indol-2-y 1 } carbony l)amino] -5 - 
cyanobenzoic acid; 

5-cyano-2-[({7-[(3 5 3-dimethylbutanoyl)amino]-lH-indol-2-yl}carbonyl)amino]benzoic 
acid; 

5 -cyano-2- [( { 7- [(thien-2-y lacetyl)amino] - 1 H-indol-2-y 1 } carbony l)amino] benzoic acid; 
5 -cyano-2- { [(7- { [(3-methyl-5-phenylisoxazol-4-yl)carbonyl] amino } - 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; 
5-cyano-2-({ [7-({ [2-(2-methoxyethoxy)ethoxy]acetyl } amino)- 1 H-indol-2- 

yl]carbonyl}amino)benzoic acid; 
5-cyano-2-[({7-[(2-hydroxybenzoyl)amino]-lH-indol-2-yl}carbonyl)amino]benzoic acid; 
5 -cyano-2-( { [7-( { [4-(trifluoromethoxy)phenyl] sulfonyl } amino)- 1 H-indol-2- 

yl] carbony l}amino)benzoic acid; 
5-cyano-2-({[7-(prolylamino)-lH-indol-2-yl]carbonyl}amino)benzoic acid; 
5-cyano-2-{[(7-{[(3-methylisoxazol-5-yl)acetyl]amino}-lH-indol-2- 

yl)carbonyl] amino} benzoic acid; 
2 - [( { 7- [(benzy lsulfony l)amino] - 1 H-indol-2-y 1 } carbony l)amino] -5 -cyanobenzoic acid; 
5 -cyano-2- { [(1 -methyl-7- { [3-(morpholin-4-ylsulfonyl)benzoyl]amino } - 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; 
5 -cyano-2- { [(7- { [(4-fluorophenyl)acety 1] amino } - 1 -methyl- 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; 
5 -cyano-2- [( { 7- [(fluoroacetyl)amino] - 1 -methyl- 1 H-indol-2-y 1 } carbonyl)amino] benzoic 

acid; 

5 -cyano-2- { [( 1 -methyl-7- { [( 1 -methyl- 1 H-indol-2-y l)carbonyl] amino } - 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; 
2-({[6-(benzyloxy)-l -methyl- lH-indol-2-yl]carbonyl}amino)-5-cyanobenzoic acid; 
5-cyano-2- { [(6-methoxy- 1 -methyl- 1 H-indol-2-yl)carbonyl]amino } benzoic acid; 
5-cyano-2-[({l-methyl-7-[(morpholin-4-ylcarbonyl)amino]-lH-indol-2- 

yl} carbony l)amino] benzoic acid; 
5-cyano-2-( { [ 1 -methyl-7-( { [(tetrahydrofuran-2-ylmethyl)amino] carbony 1} amino)- 1 H- 

indol-2-yl] carbony l}amino)benzoic acid; 
5-cyano-2- { [(7-hydroxy- 1 -methyl- 1 H-indol-2-yl)carbonyl] amino } benzoic acid; 
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2- { [(7- { [(benzy lamino)carbonyl] amino } - 1 -methyl- 1 H-indol-2-y l)carbony 1] amino } -5 - 
cyanobenzoic acid; 

5-cyano-2-({[7-({[(2,3-dihydroxypropyl)amino]carbonyl}amino)-l-methyl-lH-indol-2- 

yl]carbonyl}amino)benzoic acid; 
1 - [ { [(2- { [(2 -carboxy-4-cyanophenyl)amino] carbonyl} - 1 -methyl- 1 H-indol-7- 

y l)amino] carbony 1 } (methy l)amino] - 1 -deoxyhexitol ; 
5-cyano-2-({ [7-(2,3-dihydro- 1 5 4-benzodioxin-2-ylmethoxy)- 1 -methyl- 1 H-indol-2- 

yl] carbony l}amino)benzoic acid; 
2-({[7-(benzyloxy)-lH-indol-2-yl]carbonyl}amino)-5-cyanobenzoic acid; 
5-cyano-2-({[l-methyl-7-(3-phenoxypropoxy)-lH-indol-2-yl]carbonyl}amino)benzoic 

acid; 

5-cyano-2-({[7-(cyclobutylmethoxy)-l -methyl- lH-indol-2-yl]carbonyl}amino)benzoic 
acid; 

5-cyano-2-( { [7-(2-furylmethoxy)- 1 -methyl- 1 H-indol-2-yl]carbonyl } amino)benzoic acid; 
5-cyano-2- { [(7- { [(4S)-2 ? 2-dimethyl- 1 ,3-dioxolan-4-yl]methoxy } - 1 -methyl- 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; 
5-cyano-2- { [(7- { [(2R)-2 ? 3-dihydroxypropyl]oxy } - 1 -methyl- 1 H-indol-2- 

yl)carbonyl] amino} benzoic acid; , 
5-cyano-2-( { [7-(cyclobutyloxy)- 1 -methyl- 1 H-indol-2-y 1] carbony 1 } amino)benzoic acid ; 
5-cyano-2-({ [7-(2-methoxy- 1 -methylethoxy)- 1 -methyl- 1 H-indol-2- 

yl] carbony l}amino)benzoic acid; 
5-cyano-2-{ [(7-isopropoxy-l -methyl- lH-indol-2-yl)carbonyl] amino} benzoic acid; 
2-({[7-(benzyloxy)-l -methyl- lH-indol-2-yl]carbonyl}amino)-5-cyanobenzoic acid; 
2- { [(6-sec-butoxy- 1 -methyl- 1 H-indol-2-yl)carbonyl] amino} -5-cyanobenzoic acid; 
2- { [(6-butoxy- 1 -methyl- 1 H-indol-2-yl)carbonyl] amino } -5-cyanobenzoic acid; 
5-cyano-2-({[7-(cyclohexylmethoxy)-l -methyl- lH-indol-2-yl]carbonyl}amino)benzoic 

acid; 

5-cyano-2-( { [7-(cyclopropylmethoxy)- 1 -methyl- 1 H-indol-2-y 1] carbonyl } amino)benzoic 
acid; 

5-cyano-2-( { [ 1 -methyl-7-(tetrahydro-2H-pyran-2-ylmethoxy)- 1 H-indol-2- 

yl] carbonyl }amino)benzoic acid; 

5-cyano-2-({[l-methyl-7-(pentyloxy)-lH-indol-2-yl]carbonyl}amino)benzoic acid; 
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5-cyano-2-({[7-(2-methoxyethoxy)-l-methyl-lH-indol-2-yl]carbonyl}amino)benzoic 
acid; 

5-cyano-2-({[7-(2-hydroxy-3-isopropoxypropoxy)-l -methyl- lH-indol-2- 
yl]carbonyl}amino)benzoic acid; 

5-cyano-2-[({l-methyl-7-[2-(methylthio)ethoxy]-lH-indol-2-yl}carbonyl)amino]benzoic 
acid; 

2- [( { 7- [(4-azido-3 -iodobenzoy l)amino] - 1 -methyl- 1 H-indol-2-y 1 } carbonyl)amino] -5 - 
cyanobenzoic acid; 

5-cyano-2-[({7-[(3-cyanobenzoyl)amino]-lH-indol-2-yl}carbonyl)amino]benzoic acid; 
5-cyano-2-[({l-methyl-6-[2-(trifluoromethyl)phenyl]-lH-indol-2- 

yl}carbonyl)amino] benzoic acid; 
5-cyano-2-( { [ 1 -methyl-6-(2 5 3,4-trimethoxyphenyl)- 1 H-indol-2- 

yl]carbonyl}amino)benzoic acid; 

5-iodo-2- { [( 1 -methyl- 1 H-indol-2-yl)carbonyl] amino } benzoic acid; 

2-({[4-(benzylsulfanyl)-2-pyridinyl]carbonyl}amino)-5-bromobenzoic acid; 

2-({[6-(benzylsulfanyl)-2-pyridinyl]carbonyl}amino)-5-bromobenzoic acid; 

5-bromo-2-({[3-chloro-5-(trifluoromethyl)-2-pyridinyl]carbonyl}amino)benzoic acid; 

5-bromo-2-[(pyridin-2-ylcarbonyl)amino]benzoic acid; 

5-bromo-2-{ [(5 -butylpyridin-2-yl)carbonyl] amino} benzoic acid; 

5-bromo-2-[(quinolin-2-ylcarbonyl)amino]benzoic acid; 

5-bromo-2-{ [(6-bromopyridin-2-yl)carbonyl] amino} benzoic acid; 

2-{[(3-benzoylpyridin-2-yl)carbonyl]amino}-5-bromobenzoic acid; 

2-{[(6-bromopyridin-2-yl)carbonyl]amino}-5-cyanobenzoic acid; 

5 -cyano-2 - [(pyridin-2-ylcarbony l)amino] benzoic acid; 

5-cyano-2-[(quinolin-2-ylcarbonyl)amino]benzoic acid; 

5-cyano-2-{[(2-phenylfuro[2,3-c]pyridin-5-yl)carbonyl]amino}benzoic acid; 

5-cyano-2-{[(3-methylfuro[2 3 3-c]pyridin-5-yl)carbonyl]amino}benzoic acid; 

2-({[4-(benzyloxy)pyridin-2-yl]carbonyl}amino)-5-bromobenzoic acid; 

5 -bromo-2- { [(4-chloro- 1 -oxidopyridin-2 -y l)carbony 1] amino } benzoic acid; 

2-( { [4-(benzy loxy)pyridin-2-yl] carbony 1 } amino)- 5 -cyanobenzoic acid; 

2-({[4-(benzyloxy)-l-oxidopyridin-2-yl]carbonyl}amino)-5-bromobenzoic acid; 

2-({[4-(benzylthio)-l-oxidopyridin-2-yl]carbonyl}amino)-5-bromobenzoic acid; 
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5-cyano-2-[(isoquinolin-3-ylcarbonyl)amino]benzoic acid; 
5 -bromo-2-[(quinoxalin-2-ylcarbonyl)amino] benzoic acid; 
5-bromo-2- { [(5 -methylpyrazin-2-yl)carbonyl] amino} benzoic acid; 
5 -cyano-2- [(pyrazin-2-y lcarbonyl)amino] benzoic acid; 
2-({[5-(benzylthio)pyrazin-2-yl]carbonyl}amino)-5-cyanobenzoic acid; 
2-({[5-(benzylthio)pyrazin-2-yl]carbonyl}amino)-5-bromobenzoic acid; 
2-({[6-(benzylthio)pyrazin-2-yl]carbonyl}amino)-5-cyanobenzoic acid; 
2-({[6-(benzylthio)pyrazin-2-yl]carbonyl}amino)-5-bromobenzoic acid; 
2-({[5-(butylthio)pyrazin-2-yl]carbonyl}amino)-5-cyanobenzoic acid; 
5-bromo-2-({[5-(sec-butylthio)pyrazin-2-yl]carbonyl}amino)benzoic acid; 
5-bromo-2-({[5-(butylthio)pyrazin-2-yl]carbonyl}amino)benzoic acid; 
2-({[5-(butylthio)pyrazin-2-yl]carbonyl}amino)-5-chlorobenzoic acid; 
5-bromo-2-({[5-(pentylthio)pyrazin-2-yl]carbonyl}amino)benzoic acid; 
5-bromo-2-({[5-(hexylthio)pyrazin-2-yl]carbonyl}amino)benzoic acid; 
2-( { [5 -(sec-butyl thio)pyrazin-2-y 1] carbony 1 } amino)-5 -cyanobenzoic acid; 
5-cyano-2-({[5-(pentylthio)pyrazin-2-yl]carbonyl}amino)benzoic acid; 
5-cyano-2-{[(5-{[3-(2-methoxyethoxy)propyl]thio}pyrazin-2-yl)carbonyl]amino}benzoic 
acid; 

5-chloro-2-({[5-(pentylthio)pyrazin-2-yl]carbonyl}amino)benzoic acid; 

5-cyano-2-({[5-(hexylthio)pyrazin-2-yl]carbonyl}amino)benzoic acid; 

5-chloro-2-({[5-(hexylthio)pyrazin-2-yl]carbonyl}amino)benzoic acid; 

2-({[5-(sec-butylthio)pyrazin-2-yl]carbonyl}amino)-5-chlorobenzoic acid; 

5-bromo-2-{[(5-methoxypyrazin-2-yl)carbonyl]amino}benzoic acid; 

5-cyano-2-({[5-(2-phenylethyl)pyrazin-2-yl]carbonyl}amino)benzoic acid; 

5-bromo-2-{[(5-{(E)-2-[(4S)-2 ? 2-dimethyl-l,3-dioxolan-4-yl]ethenyl}pyrazin-^ 

yl)carbonyl] amino} benzoic acid; 

5-cyano-2-({[5-(isopentylthio)pyrazin-2-yl]carbonyl}amino)benzoic acid; 

5 -cyano-2-( { [5 -(isobuty lthio)pyrazin-2-yl] carbony 1 } amino)benzoic acid; 

5 -cyano-2- { [(5 -methoxypyrazin-2-yl)carbonyl] amino} benzoic acid; 

5-cyano-2-({[5-(hexyloxy)pyrazin-2-yl]carbonyl}amino)benzoic acid; 

5 -cyano-2- [( { 5 - [2-(trifluoromethy l)phenyl] pyrazin-2-yl } carbonyl)amino] benzoic acid; 

5-cyano-2-[({5-[(4-methoxybenzyl)thio]pyrazin-2-yl}carbonyl)amino]benzoic acid; 
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5-cyano-2-({[5-(2-fluorophenyl)pyrazin-2-yl]carbonyl}amino)benzoic acid; 
5 -bromo-2- { [(5 - { (E)-2- [(2 S)- 1 ,4-dioxaspiro [4.5] dec-2-yl] etheny 1 } pyrazin-2- 

yl)carbonyl] amino} benzoic acid; 
5-cyano-2-({[5-(2-methylphenyl)pyrazin-2-yl]carbonyl}amino)benzoic acid; 
5-cyano-2-({[5-(2,3,4-trimethoxyphenyl)pyrazin-2-yl]carbonyl}amino)benzoic acid; 
5-cyano-2-({[5-(nonylthio)pyrazin-2-yl]carbonyl}amino)benzoic acid; 
5-cyano-2-({[5-(octylthio)pyrazin-2-yl]carbonyl}amino)benzoic acid; 
5-cyano-2-({[5-(6-methoxypyridin-3-yl)pyrazin-2-yl]carbonyl}amino)benzoic acid; 
5 -cyano-2- { [(5 -pheny lpyrazin-2-yl)carbonyl] amino } benzoic acid; 
5-cyano-2-[({5-[4-(methylsulfonyl)phenyl]pyrazin-2-yl}carbonyl)amino]benzoic acid; 
5-cyano-2-({[5-(3 3 5-dimethylisoxazol-4-yl)pyrazin-2-yl]carbonyl}amino)benzoic acid; 
5-cyano-2-({[6-(hexylthio)pyridazin-3-yl]carbonyl}amino)benzoic acid; and 
5-cyano-2-[({6-[2-(trifluoromethyl)phenyl]pyridazin-3-yl}carbonyl)amino]benzoic acid. 

46. (ORIGINAL) A method for the sanitizing or disinfecting including administrating an 
effective amount of the antimicrobial compoundsof claim 1 . 
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